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4-* do- 6, 7-^y U> (75mg) tmMW 1 6 - 

n+y-2-7-7h-/K174mg) £«£U 1 8 0^*3 Oftffim&l 

ti^ mmm&®*^**y/7*Y> (2/1) t?s§8t*»Bi/u*y;i,^ 
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1 H-NMR (CDC 1 g, 9 0MHz) : 6 3. 9 6 (s, 3H) , 4. 0 
7 (s, 3H), 4. 08 (s. 3H), 6. 53 (d. J = 5. 71Hz, 1 
H) , 7. 18-7. 36 (m, 3H) , 7. 56-7. 91 (m, 5 H) , 8. 

5 0 (b r, 1H) 

mfWm (FD-MS, m/z) :36 1 (M + ) 

&5&0J3 

6, 7-?y h*»>-4- (2-^7^>>M-*» 'J > (1 0) 
4-^on-6, 7-^ 'J > (4 5mg) tmiRiSOjS-:*-? h 

(14 4mg) *fi£U 18 0W2WJfLt^ I^S&^J 2 ^ [HjtH© 

lift ic j: -d -cms! u mm<D4t&m>S: a 5 m g . jrj$ 6 8 

1 H-NMR (CDC 1 3 , 9 0MHz) : 54. 0 5 (s, 3 H) , 4. 0 

6 (s, 3H), 6. 52 (d, J=5. 28Hz, 1 H) , 7. 27-7. 6 
1 (m, 6H), 7. 7 5-8. 0 0 (m, 3 H) , 8. 5 0 (b r. 1 H) 

mmftftm (FD-MS, m/z) :33 1 (M + ) 

H»J4 

6, ht->-4- (7-^ b*is-2-±y1-Jl>**'» *J U > 

(1 3) 

4-?dd-6, 7-v> h*->*y U > (8 9mg) imBSn n Q© 7 - ^ h* 
i/-2-t7h-;b (2 0 9mg) £S£U 18 0W3 0^«J$Lfci, 
^6fe^J2«i:f5l^CDSftlC«koTm®IL> &m<D<t£®£5 9m g. JR^4 

X H-NMR (CDC 1 Q , 9 0MHz) : 5 3. 9 2 (s, 3 H) , 4. 0 
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5 (s, 3H). 4. 07 (s, 3H), 6. 54 (d. J=5. 49Hz. 1 
H) , 7. 10-7. 24 (m, 3 H) , 7. 49-7. 91 (m, 5 H) , 8. 
49 (d. J=5. 49, 1H) 

mmmm (fd-ms, m/z) : 3 6 1 cm + ) 

H»5 (#%0D 

5 -J h*->-l z ±y ^~ Jl 

X H-NMR (CDC 1 3 , 9 0MHz) : 64. 0 0 (s, 3 H) , 6. 7 
9-6. 89 (m, 2H) , 7. 3 0-7. 4 8 (m. 2 H) , 7. 69-7. 
9 0 (m, 2H) 

K»##tMI (FD-MS, m/z) : 174 (M + ) 

6, 7->>V h*->-4- (5-y 1 -^--7^;U^-^-» -frV 'J > 

(1 1) 

4-*na-6, 7 - h*->*yj > (8 5mg) iH»J5Tlf/c5- 
> h + i/- 1-i-y b-Jl (6 7mg) £i!g£U 1 8 0°C*2 Oftmm&ltz 

^ nmm2 tmma>8tftiz£^TmmL im^^i 9m g . jr$i 4 

1 H-NMR (CDC 1 3 , 9 0 MHz) : 5 4. 0 4 (s, 3 H) , 4. 0 
8 (s, 6H) , 6. 31 (d, J=5. 27Hz, 1 H) , 6. 83-6. 9 
2 (m, 1H) , 7. 3 4-7. 6 1 (m, 4H) , 7. 7 5 (s, 1 H) , 
8. 2 0-8. 2 9 (s. 1H), 8. 43 (b r s. 1 H) 
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SfS£tfT<I (FD-MS. m/z) :36 1 (NT) 

6, h*->-4- (4--f > KU;M-* » (1 7) 

4-^oa-6, 7->>V h + i/+y 'JXll 2mg) irfJBSS® 4 - 1 K 
d*W> K-;U (2 0 Omg) £*I£U 1 8 0°C+3 0$mmftUz c JSlC 

fi^^not^A/ftSxf;!/ (3/1) * >ffr9 h?' 

77-f-KJ:t)ffiJ!!U gS0{t&«5 lmg. iR$3 2%T^^ 0 

1 H-NMR (CDC l 3 , 9 0MHz) : <5 3. 9 5 (s, 3 H) , 3. 9 
6 (s, 3H), 6. 08-6. 13 (m, 1 H) , 6. 35 (d, J=5. 2 
8Hz, 1H), 6. 8 3-6. 9 3 (m, 1 H) , 7. 2 9-7. 4 5 (m, 
5H), 7. 62 (s, 1H). 8. 40 (d, J=5. 05Hz, 1 H) 

ttAVm (FD-MS, m/z) : 32 0 (M + ) 

6, 7-^ht->-4 - (3, 4--^ ht->7x;t-» ^;»J> (8) 
4-?on-6, 1- 9 J* h + i/+y U > (9 Omg) irfrffiiS© 3, 4-v 
y h + v7^y-;U (1 8 7mg) £g£U 1 8 0*0+3 0$3ffl«#LfcSL 

U SS©<b£«a£2 6mg. 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .6 3. 8 7 (s, 3 H) , 
3. 9 3 (s, 3H) , 4. 0 5 (s, 3H) , 4. 0 6 (s, 3 H) , 6. 4 
5 (d, J=4. 9Hz, 1H), 6. 75 (dd, J=2. 4Hz, 9. 2H 
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z, 1H). 6. 75 (d, J=2. 4Hz, 1 H) , 6. 93 (d, J = 
9. 2Hz. 1H), 7. 42 (s, 1 H) , 7. 57 (s. 1 H) , 8. 48 
(d, J=4. 9Hz, 1H) 
JM£¥H1 (FD-MS. m/z) :34 1 (M + ) 

H»J9 

6, 7^£> h*->-4- (6-^7 U;U^-» 4-y 'J > (15) 
4-*nn-6, 7-v^ h*>*y >J > (9 Omg) <tmi5o n n © 6 - 1 Ko 

*->*y u > (i7 6m g ) *«fflu mifem8£mm<D&ff-vKj&i3±tmn 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 5 (s, 3 H) , 
4. 06 (s, 3H), 6. 56 (d, J=5. 5Hz, 1 H) , 7. 44- 
7. 62 (m, 5H), 8. 13 (d, J=8. 5Hz, 1 H) . 8. 22 (d, 
J =9. 2Hz, 1H). 8. 53 (d, J =4. 9Hz, 1H), 8. 94 

(d, J =4. 3Hz, 1H) 

OTfeMffffi (FD-MS, m/z) : 3 3 2 (M + ) 

mmmi o 

6, 7-'J* h*->-4- (3-7;l/^-D7jLy^v) *7 'J > (4) 

4-*dd-6. h*->*yy> (10 Omg) imi&S.© 3 

tD7xy-;K0. 2 0ml) *«£U 1 8 0 W3 0£®mWltz o EJ£ 
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1 H-NMR (CDClg, 500MHz) : 6 4. 04 (s, 3H), 

4. 0 6 (s, 3H) , 6. 5 6 (d, J =4. 9 Hz, 1 H) , 6. 9 3 (d, 

J=9. 2Hz, 1H), 6. 9 5-7. 0 5 (m, 2 H) , 7. 39-7. 4 

5 (m, 1H) . 7. 47 (s, 1 H) , 7. 50 (s, 1 H) , 8. 5 3 (d, 
J=4. 3Hz, 1H) 

H*£fl?£ (FD-MS, m/z) :2 9 9 (M + ) 

HJfeflll 1 

6, 7-^^->-4- (3-b Kp*->7xy*-» *J U > (5) 
4-* do- 6, (3 0 0mg) trfrlRS© U v*;Ui/ 

>^;7tf-b (0. 8 3 5ml) £fi£U 1 8 01C*3 O^BBBPLt. 

«et^«s* ixmtL&m*. *)\, Avm§k<tt z z t k * t> mod; 

1 H-NMR (CDClg, 500 MHz) : <5 4. 01 (s, 3H), 
4. 02 (s, 3H), 6. 48 (t, 3=2. 4Hz, 1 H) . 6. 59 (d. 
J=5. 5Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 7. 3Hz, 1 H) 
, 6. 82 (dd, J=2. 4Hz, 8. 6Hz, 1 H) , 7. 33 (t, J = 
7. 9Hz. 1H). 7. 39 (s, 1 H) , 7. 47 (s, 1H), 8. 40 
(d, J=5. 5Hz, 1H) 
®i^I(FD-MS, m/z) :2 9 7 (M + ) 
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mmmi 2 

6, 7-*J* h^v-4- (4-7'at7i;^-» *J 'J > (7) 
4-?od-6, h*->*y U > (1. OOg) £rfiRS0 4-:/D 

*7x;-^ (1 1 5m g ) *«£u 1 8 o°c*4 o&mmitio K&m& 
mzmummimi- ^mmx-^n 1 tz&^ * 1 1 a □ *;uA-c*#ii u 

7 4 U 3W©{fc£fc*l. 2 0g, JR^7 6%T-^ 0 

X H-NMR (CDC1 3 , 500 MHz) :<54. 04 (s, 3H), 
4. 05 (s, 3H), 6. 48 (d, J=4. 9Hz. 1 H) , 7. 08 (d, 
J=8. 5Hz, 2H). 7. 43 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 58 (d, J=8. 5Hz, 2H). 8. 51 (d, J=4. 9Hz, 1 H) 
K*^#H1 (FD-MS, m/z) :3 5 9 (M + ) , 36 1 (M + + 2) 

nnmi 3 

6, 7-->v b±imlz (2-nt->7xy^y) jvy > (p 

4-* an - 6, 7->^ h + ->+y «J > (1 0 2mg) i rtJUKon© 2 — ^ h 
+ y7i;-JK0. 5ml)£jg£U 1 5 0r*8l$ra»#Lfco KJS8£ 

7 6mg x JRS*S5 4%Ti#fco 
1 H-NMR (CDC 1 o. 9 0 MHz) : 5 3. 7 8 (s, 3 H) , 4. 0 
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5 (s, 3H) , 4. 0 5 (s, 3H) , 6. 3 1 (d, J =5. 3 Hz, 1 H) 
. 6. 9-7. 4 (m, 4H), 7. 42 (s, 1 H) , 7. 63 (s, 1 H) , 
8. 45 (d. J=5. 3Hz, 1 H) 
Rl^lfft (FAB-MS, m/z) :3 12(M + +1) 

mmmi 4 

6, 7-vV h*>-4- (3-n^->7x;4y) -fry 1) > (2) 
4-*nn-6, 7 - 'J > (1 03mg) £mB&o D D03-y h 

*'>7*/-;l, (1 5 8mg) £i!g£U 1 6 Ot^BtHaitftL/Co Kfcm& 

KJ:»)fi«U mm®it&®*2 9 m g, 1R$5 2%T-'fffc 0 

X H-NMR (CDClg, 9 0MHz) : <5 3. 8 2 (s , 3 H) , 4. 0 
4 (s, 3H) , 4. 0 5 (s, 3H) , 6. 5 3 (d, J =5. 3 Hz, 1 H) 
. 6. 7-6. 9 (m. 3H) , 7. 3 5 (t. J = 7. 0Hz, 1 H) , 7. 
4 3 (s, 1H) , 7. 5 4 (s. 1 H) , 8. 5 0 (d, J =5. 3 Hz, 1 
H) 

n&Vm (FD-MS, m/z) :311 (M + ) 
Hte0H 5 

6, 7-v?y h^>-4- (4-y h4-S/7xy*S/) *j u> C3) 
4-^dd-6, 7->V Y*i/*J *)> (1 03mg) tmiRS©4 V 
+ i/7xy-;b (2 8 6mg) £££L 1 5 0 6 BSfiaiK # I * e KtiMS 
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2 1g, JR$8 8%-el|fc 0 
1 H-NMR (CDC 1 3 , 9 OMH z) : 6 3. 8 5 (s, 3 H) , 4. 0 
5 (s, 3H), 4. 05 (s, 3H), 6. 41 (d, J=5. 3Hz. 1 H) 
, 6. 97 (d, J=9. 5Hz, 2H), 7. 14 (d, J=9. 5Hz, 2 
H) , 7. 43 (s, 1H), 7. 58 (s, 1 H) , 8. 46 (d, J=5. 
3 Hz. 1H) 

mmftftm (FAB-MS, m/z) :312 (M + +l) 



wm 1 6 

6, 7-^ht->-4- (5-4-y UAjhfrvQ -fry ■) > (14) 
4-? 00-6, 7-v^ h + ->4-7 U > (5 Omg) <h rffBSn^© 5 - t Kn 
»J> (5 Omg) £«£U HOWlO^WLto EJ6fi£09 

^>m*mft&&i\n?mw&. mom* h u ^at-suh^o UETimm 

iLTMI^^t>/ftixf^ (1/1) -eJRBBIft. IWdo*M 

(5o/i) -c~mmtzmmi' i )ii>fJi'?o-?hy77 4- i z£t) 

1 H-NMR (CDClg, 90MHz) : 6 4. 0 6 (s, 3 H) , 4. 0 

7 (s, 3H), 6. 35 (d. J=5. 3Hz, 1 H) , 7. 2-7. 5 (m, 

3H) , 7. 6 8 (s. 1H) , 7. 7-8. 4 (m. 3 H) , 8. 4 6 (d, 

J=5. 3Hz. 1H), 8. 49 (d d, J = l. 76Hz, 4. 17Hz, 
1H) 
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MfeWrffi(FD-MS, m/z) :3 3 2 (M ) 
Xtfcftll 7 

6, TjzE£±±kzJ-z iljz±2JJk^±kl (9) 

4-^od-6, 7->>V h+>+y l>> (97mg) trPBSS© 1-^-7 h 
-Jl (3 4 Omg) £g£U 1 5 0^8^»^wo RfomSMZmum 

teSHt*^*^>/IH»if-^ (3/1) TJg&flgL ?no*;UA/;<*y-;u 
(1 00/1) T"g&aihS->'J#W#5A?ci-? h^77^ -{c«k»?mi8U 
Hlc^*-y->/»ilxf-;U (1/1) T-Mia-rsOT^'J^y^^n^ h^77 

-r - ict -cngnsgf s c i t% mmoit&yaz 5 7 m g , ir* 4 0 %-em^ 0 

1 H-NMR (CDClg, 90 MHz) :<54. 05 (s, 3 H) , 4. 0 
5 (s, 3H), 6. 32 (d, J=5. 3Hz, 1 H) , 7. 2-7. 6 (m, 
5H) , 7. 74 (s, 1H) , 7. 8-8. 0 (m. 3H) , 8. 3 5 (d, 
J =5. 3Hz, 1H) 

imafflt (FD-MS, m/z) :33 1 (M + ) 

6, 7-^> h*»>-4- (5--f> K'J;M-*-» *7 U > (1 6) 
4-?ud-6, 7-->7 h+y+;'J> (1. 0 g) if&IRS© 5 - t Ko 
*W>K-A(1. 19g) 15 0t*l. 5W8ttLfc.B6 

»B*LT»fc&«£^*tf >/W*x*;K ?dd*U, ^dd*;ua/^ 
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X H-NMR (CDC 1 3 , 9 0MHz) : 64. 0 5 (s, 3 H) , 4. 0 
7 (s, 3H), 6. 42 (d, J=5. 3Hz, 1 H) , 6. 5-6. 7 (m, 
1H), 6. 9-7. 6 (m, 5 H) , 7. 67 (s, 1 H) , 8. 44 (d. 
J = 5. 3Hz, 1H) , 8. 55 (b r, 1 H) 

HS^tffli (FD-MS, m/z) :3 2 0 (M + ) 

H«J l 9 

6, l-'J/ h*->-4- (3-^ ^->7x-W) U > (11 7) 
4-^oa-6, Y*is*J l) > (5 Omg) £m8£n D c©3-y 

•>^>-tf>^-^ (7 7mg) £M£U 1 8 0 t * 3 0 !S>lffl«# L tz 0 MM 

1 H-NMR (CDC 1 3 , 90MHz) : 6 3. 7 9 (s, 3 H) , 4. 0 
1 (s, 3H), 4. 03 (s, 3H), 6. 84 (d, J = 4. 8Hz, 1 H) 
. 6. 9-7. 5 (m. 6H) , 8. 45 (d, J=5. 1Hz, 1 H) 
Jtt##rffi (FD-MS, m/z) :3 2 7 (M + ) 

6, Y*i/-A- (4-^ 7 x (118) 

4-^nn-6, 7->M h + U > (5 Omg) irfJSSS© 4 
^<>-l?>f-*-;l, (6 3mg) *fi£U 1 5 0t+5£HHt#Lfc o 

Idt^8 0mg, JR*1 0 0%THA:o 
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X H-NMR (CDC1 3> 90 MHz) : 6 3. 88 (s, 3H), 4. 0 
3 (s, 3H). 4. 05 (s. 3H), 6. 60 (d. J=4. 8Hz, 1 H) 
, 7. 1 5 (d. J =8. 7 Hz, 2H) , 7. 3 8 (s. 1 H) , 7. 3 9 
(s, 1H), 7. 52 (d, J=8. 8Hz, 2 H) 8. 39 (d, J=5. 
1Hz, 1H) 
mmfitirm (FD-MS, m/z) :3 2 7 (M + ) 

$mm2i (ww) 

4-7*0*— l-y h4-->y f-;U7xy 

miSi?D©4-^a^7xy-;U (1 7. 3g) £N, N-s;y^*;UA7 5 
K (9 0ml) izmMltztik, X&TfrXiti- h 'J 9 A (2. 6 4 g) ^S0^^ o 
SflTfcT— ft«#tfc» ^DO^^f^x-f^ (8. 3 5ml) SrUto*, 

«D£18. 2 5gs JR*8 4 9<T?»fco 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 3. 4 6 (s, 3 H) , 5. 1 
3 (s, 2H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 38 (d. J = 
9. 2Hz, 2H) 

KS##HI (F D-MS, m/z) : 2 1 6 (M + ) . 218(M + + 2) 

mmm2 2 aw© 

4 - h'J-n--Tf-;Uf->-l - > 

H»J2 lt"Hfc4-7o^-l-> h + -Wf^7x;^ (15. 9 9 g) 
%j|*fh7tKD75> (2 0ml) fcjgHU T;U3->^fflmTmB5n a a©^ 
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^*S/*At&5fc (1. 9 7 g) ^tiOZ-s Hfca**©*!*^ h? t Kn7 5>* 
IS^ 1 IJdxS : i I: <k o tSft^^^fco ^*v/*Aj&</8£U EJEfi 
^«9*<SfflJi||o fc#rT\ fh7tKD77> (10ml) KtftfLfcrpIRS© 
ififbh 'J-n-7f;^X (2 3. 9 9 g) < t>£«TLfc 0 MS*4B# 

IBHMWk 5 %*g*b7 AtK&&£ * n D*;l,AT#liU 

lw.fc»3*B©fl:£1&*3l. 3 9gx«*10 0«Tlfc, 

1 H-NMR (CDC 1 3 , 9 0MHz) : 5 0. 8 0-1. 6 5 (m, 27 
H) , 3. 4 8 (s, 3H) , 5. 17 (s, 2H) , 6. 9 1-7. 4 2 (m, 
4H) 

M*##rffi (FD-MS, m/z) :4 28 (M + +l) 

H$i0J2 3 (#%#J) 
4-bKo^r->7x-;l/ 4 - h D 7^tn^ fil/7i-;l/ h > 
HJfeflJ2 2T?#rt:4- h 'J -n-yf-;Uf->- 1 h + ->^f ;l/7x;-Jl/ 
(1. 28 2 g) ir}fiSn a n©4- (F'j7WoyfA) O^^DlJf? 
(6 2 6mg) an*;bA (5ml) IwfcJHU (>U7*x 
^77^ » /n°7^-7A (II) ?nU K (8m g) £A*U 5H*IBa«Lfco 
RJ6S^**£x-f;U-e#®SU x— r^B*iaft7 «yfb*7 'J *A7K»»rc 

*«-7^s/^AT-iaiLfco «ffT««t«*«{c»?>nfc3saE d. 028 

g) ^fh7tKD77> (2ml) £*A?*-ti\ 7K (5ml) £6NiggfcKi# 
»(12ml) £flU;iT4. 5B$IHHB*Lfc 0 RJS«£tt*ttfD*fl:*- h 'J 7A 
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m^fftt (FD-MS, m/z) :2 6 6 (M + ) 
H»J2 4 

(4-hV7)\,*n/*)l7*-Jl) {4- [(6, 7->V h*->-4-* 
y IW 7x-;H y 5 J > (2 9) 

4-^dd-6, 7->M h*->*/ 'J > (8 lmg) iH»J2 3T?*§fc4 
-tKo + «>7x^ 4-h'J7;WD^f^7x^ ^h>(2 8 8mg) 

(2/1) TJRBa-r«»Jii/'J*y^^nvh^7-f-lwJ:t)»MU ^e® 
lt^9 8mg, iR*6 0%^^ o 

X H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 0 3 (s. 3 H) , 4. 
06 (s. 3H), 6. 68 (d, J=4. 9Hz, 1 H) , 7. 29 (d, J 
= 8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 7. 7 
8 (d, J=7. 9Hz, 2H), 7. 91 (d, J=7. 9Hz, 2H), 
7. 94 (d, J=9. 2Hz, 2H), 8. 59 (d, J = 4. 9Hz, 1 H) 
m&Vm (FD-MS, m/z) :4 5 3 (M + ) 

4-bKp^y7x-^ 4-yf-;U7x-;U h > 
H»J22-e^4- h U-n-7*f-;Uf->-l-y h + ^f;b7x;-;b 
(1. 2 82 g) <!:Ti5IRfi,0 4- h^^o'J K (4 6 4mg) £?un* 
(5ml) rfJBSiSi© b** (h'j7x^M«X7^ » /<5 3>«7A 

(II) *o«J K (8mg) *A*U 8«piaHI«L^o £Jc;S£&£lljte0] 2 3 £ 
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L*: 0 ttflET*»S*fc»fcKtt (9 6 7mg) ^xh5t Ko7 5> (0. 5 
ml) \zimaiks 7K (4ml) £ 6 N*S»7K*tt (10ml) £fln;LT 7B#Fa1 

lmg> JR^3 4%T?»fc 0 
1M«tI (FD-MS, m/z) :2 12 (M + ) 

HWJ2 6 

(4- [(6, 7-^ h4->-4-t;U/b) ^->] 7x-^} 
^7x1^) ^ f? J > (3 0) 

4-7DD-6, 7-v/V h > (8 9mg) iHJfeW 2 5 4 
-tKn*i/7x^ 4-^f^7x-^ th> (2 4 8mg) 
1 8 0 1 * 1 0 aifflJW* L H»J 2 4 i ^a©^ST«K1- 5 C i \z J; «5 N 
M©{b£#j£ 118mg, W74 %Tl#*: 0 

1 H-NMR (CDClg, 500MHz) : 6 2. 45 (s, 3H), 4. 
03 (s, 3H), 4. 06 (s, 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 30 (d, J=7. 9Hz, 
2H) , 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 74 (d, J=7. 
9Hz. 2H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J = 
4. 9Hz. 1H) 
MbWrtt (FD-MS, m/z) :3 9 9 (M + ) 

3-7oo7x-^ 4-l:Ko4 : ->7x-;l/ h > 
(1. 2 8 2 g) £m8£S©3-*nn<>y'Ol^o'J K (52 5mg) 
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dd*M (5ml) »I&fl?U rtTBS D a a© fT. (h'j7i-^77>f » 
Wi* (II) ?o<J K (8mg) £Aft, 7KrMflftL^ 0 Ef£tfI£#l££Jfe0j 

Ateifco (1. 9 1 4 g) Ort. -95 (1. 5 

6 3g) fh7tKn77> (1ml) lcygft?£-tz\ 7k (7ml) £6 

N&gfcfttttt (17ml) *fln*T8B*IHffl«Lfco R£i!I£tt*3li6W 2 3 i 
^©^T"«iSL, £g®<b&$r£3 1 3m g> JR$2 2%Ti#fc 0 
li^I (FD-MS, m/z) :2 3 2 (M + ) 

HWJ28 

(3-^DQ7x-;l/) {4- [(6, 7-v?;< h*->-4-*yj;l0 ?Mr 
>Q y 9 J > (3 1) 

4-?dd-6, 7- -/^ h + v/+y 'J > (8 9mg) <hH»J2 7Ti#£3 
-?dd7x^ 4-tKn+->7x-;b yh> (2 7 9mg) ^I^L, 

18 0^2 0 ^iHas* t fz 0 nmm 24 1 mm^mrmmt zzt^&t)^ 

M0ft£«9*6 7mg, JR*4 0%T^ o 

1 H-NMR(CDC1 3> 500 MHz) : 6 4. 05 (s, 3 H) , 4. 
01 (s, 3H), 6, 71 (d, J=5. 5Hz. 1 H) , 7. 31 (d, J 
= 8. 5Hz, 2H), 7. 51 (s. 1 H) , 7. 69 (s. 1 H) , 7. 9 
4 (d, J=8. 5Hz, 2H). 8. 12 (s, 1 H) , 7. 37-8. 03 
(m, 4H) 

J»£«Hi (FD-MS, m/z) :419 (M + ) 
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rfalRS©-hny (5ml) mB5= a ©7- V-A (5 4 lmg) irf? 
»S©4- t -y^;l^>V-OU?o 'J K (9 8 3mg) irfJRS©** >S>»!7 
A (III) h ij 7;M-py h (4 9 2mg) £fla*^ 60 C CICT2 

>T-jg^t 5 > u 5 a * d -? b r 7 y * - k «k o mm u mmoit&va 

^8 6 2mg, iR$6 4%T*§fc 0 
»i»Kfit(FD-MS, m/z) :2 6 8 (M + ) 

(8 6 2mg) £N, N-i?^m;l/A7; K (3 5m 1) lc«j»U * h U 
h + ->K (5 6 2mg) ^tra^ N 7;U=f>^iB«T3«fMiI«JL^o 

7 9 4mg. JR$9 7%T-*ffco 

1 H-NMR (CDC 1 3 . 5 0 0MHz) :<51. 36 (s, 9H), 
6. 92 (d, J=8. 5Hz, 2H) , 7. 49 (d, J=8. 6Hz, 2 H) 
, 7. 72 (d, J = 7. 9Hz, 2 H) , 7. 79 (d, J=8. 5Hz, 2 
H) 

M##fll (FD-MS, m/z) :2 5 4 (M + ) 
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mmm3 1 

(4- t -7^;U7x-;U) {4- [(6, 7 - V* 4 -*>"J jV) 

7x-;b} > (3 2) 

4-?nn-6. h*i/*y U > (34 lmg) £H«J 3 OTgrt: 

4- t -7f^7i-i 4 -t Kn+->7x-/b r h > (7 7 5mg) J&fi 
£U 15 0t*l 5^HHI»Lfco ^**>/7-b h >TJggj§t£ > l ) rtW 
*7A^D7h/77-f-i:i»)««U »(b^7 2mg, JR*1 1% 

1 H-NMR (CDClg, 500 MHz) : 6 1. 38 (s, 9H), 4. 
04 (s, 3H), 4. 06 (s. 3 H) , 6. 65 (d, J=5. 5Hz, 1 
H) , 7. 27 (d, J=8. 6Hz, 2 H) , 7. 45 (s, 1 H) , 7. 5 
0 (s, 1H), 7. 52 (d, J=8. 5Hz, 2 H) , 7. 78 (d, J = 
8. 6Hz, 2H). 7. 94 (d, J=8. 6Hz. 2 H) , 8. 57 (d, 
J = 4. 9Hz, 1H) 

KftfttfHt (FAB-MS, m/z) :4 42 (M + +l) 

4-b'7x-;b 4-^^->7x^ frh> 

rUK D D D ©- h o y * > (50ml) rfflRSOT-V-A' (3. 2 4 4 g) 
<brtJB5D n D ©4-7x-;U^>y^?a ij K (6. 5 0 0 g) £rfflRS«D-f <y f 
;Uh'»7A (III ) MJ7Jl>;*Dy*>;uu**-h (1. 861g) £fln;U 
6 0°CICT2 4I^HHW¥ L^o Rl6fi£tt£*£ * o o*;l/AT?£ii8U ? o a 
^oUAJi*jRt*itt»^^'>^AT^Lj^T»l«ffl*LT#fe3Sig (9. 8 
4 2g) ©-SB (1. OOg) ^+-b->/7Hrh>TSBI3"r 5->»J*y 

;l/*7i»^D7h/77-f-i:J:t)«!!!U MOflAfc* 3 0 0 m g N iR*£3 



WO 97/17329 PCT/JP96/03229 

6 1 



1 H-NMR (CDClg, 500 MHz) : <5 3. 90 (s, 3H), 6. 
98 (d. J =8. 5Hz, 2H), 7. 40 (t. J=7. 3Hz, 1 H) , 
7. 48 (t, J=7. 3Hz, 2H), 7. 65 (d, J=7. 3Hz, 2 H) 
, 7. 76 (d, J=8. 6Hz, 2H), 7. 85 (d, J = 8. 5Hz, 2 
H) , 7. 87 (d, J =9. 2Hz, 2H) 

K*#tffll (FD-MS, m/z) :2 8 8 (M + ) 



HWJ33 mm\) 

27?^^4-t*7i-;U 4-n + y7x-;b ^h>(2 6 7m 
g) £N, N-yyf;l/^A7i K (20ml) KigJSPU ^hU^Af^ 
h * •> K ( 1 6 2 m g ) £ Jn;U 7;b=f >gffiJuT 3 BSHSft L fc 0 
* 1 0 % U >K7K^i»»x^;i/T^ii Ln ft»xf-;Wi* 0 . 5 

f ZZtKX?)^ mm4><t&tiBZ2 0 7mg> JR^8 2 96T»fc 0 

1 H-NMR (CDC l 3 . 5 0 0MHz) : 5 6. 91 (d, J=8. 5H 
z, 2H), 7. 43 (t, J = 7. 3Hz, 1 H) , 7. 52 (dd, J = 7. 
3Hz, 7. 9Hz, 2H), 7. 70 (d, J=8. 5Hz. 2 H) , 7. 7 
5 (d, J = 7. 9Hz, 2H) 7. 77 (d, J=7. 9Hz. 2 H) , 7. 
8 3 (d, J-7. 9Hz, 2H) 
Il7)«Ti(FD-MS, m/z) :2 7 4 (M + ) 
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HWJ3 4 

(4- [ (6, 7--/7^y-4-4; i i^) t^y] 7x^l>} (4-fcT 
7x-;tQ > (3 3) 

4-?do-6, 7-i?y h + 'J > (6 5mg) iH»J3 3Tl#fc4 
-t'7x-i 4-tKD+->7x-;l/ * h> (7 9mg) £fi£U 1 8 0 
^+3 0#H*#Lfco ra^?oD^W^xf;b (i 0/1) T- 

ra-r « »* •> y * y ^ ^ d -7 h r 5 7 >r - «c «k o »m l s mm<D{t&y}* 5 o 

mg. iRi£3 7 9*T-»fc 0 

1 H-NMR (CDC 1 3 , 9 0MHz) : 54. 11 (s, 3 H) , 4. 1 
4 (s, 3H) , 6. 7 4 (d, J =5. 3Hz, 1 H) . 7. 3 0-8. 0 9 
(m, 15H), 8. 65 (d. J=5. 3Hz, 1 H) 
ttftVrm (FAB-MS, m/z) :4 6 2 (M + ) 

mmm3 5 (#%w 

4-y ht->7x-^ 2-i-y^-Ji *ryy 

miSSO-hoy *y (10ml) ■£> mBSu n a©7^v-;b (1. 08 1 g) 
tm&&&> 2 YJMu >J K (1. 9 0 6 g) irfJHS a a D ©-< yf;bt*>)A 
(III) h'j7^tD^^>7M4-h (6 2 0mg) £Jn;U 6 0 C C(IT8 

tt*8 17mg, iR^3 l%T-^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 8 9 (s, 3H), 6. 
98 (d, J = 9. 2Hz, 2H). 7. 53 (t, J = 8. 6Hz, 1 H) , 
7. 58 (t, J = 9. 2Hz, 1H), 7. 86-7. 93 (m. 6H), 8. 
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2 1 (S, 1 H) 

MfeWfffi (FD-MS. m/z) :2 62 (M + ) 

HJS0J3 6 (#%0"J) 
4-bKo4 : ->7x-;b 2-^-7f-;U yh> 

^Jfe0J3 5T»fc4-y h + i/7x^ 2-^7^;U yh> (73 5mg) 
£N, N-s;y^*;bA7 5 K (2 0m J) tzfeMU * M «7 A *•;}• / 
•>K (4 9 1mg) £fln;i N 7;l/=/>£fflaT5B£|HS«ELfc 0 RfcSI£$l£0£ 

*s^3 stmmofr&Kfti'ctmtzz.tiz&t), m&®it&®£5 9 5m g , 

|R$8 6%Tl§7to 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 6. 9 3 (d, J = 7. 6H 
z. 2H), 7. 61 (t, J=7. 0Hz, 1 H) , 7. 67 (t, J=7. 
3Hz, 1H), 7. 74 (d, J=8. 5Hz, 2 H) , 7. 78-7. 80 

(m, 1H) , 8. 0 2-8. 10 (m, 3 H) , 8. 2 5 (s, 1 H) 

ra$MJftt (F.D-MS, m/z) :2 4 8 (M + ) 

H»J3 7 

{4- [(6, 7-vV h*->-4-*y'JA0 7x-;l/} (2-j- 

7f-;U) j 9 j > (3 4) 

4-?nn-6, 7-v^y h*>*y U > (1 1 2mg) £H»l3 6Ti§£ 
4-kKo + ->7x_;L- 2-^7*;U (12 4mg) $I^U 18 

&3k'mZ>tltzmm (2 2 7mg) (5 0mg) ?nn**V 

(5/1) TJg^t£3UI:^#>!f;U?o^ 
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1 H-NMR (CDClg, 90MHz) :<5 4. 0 5 (s, 3 H) , 4. 0 

7 (s, 3H), 6. 70 (d, J=5. 3Hz, 1 H) , 7. 35 (s, 1 H) 

, 7. 4 8-7. 9 0 (m, 5 H) , 7. 9 6-8. 0 5 (m, 6 H) , 8. 2 
9 (s, 1H), 8. 60 (d, J=5. 3Hz, 1 H) 

li^I (FAB-MS, m/z) :4 3 6 (M + +l) 

nwj3 8 

miSSO- h a y ^ > (1 0m 1) 4\ rpRSOT-V-^ (1. 0 8 1 g) 
ttmJSx<0 2—TJ^)^u^) K (1. 4 6 6 g) tffiHRSO-f ? -f -fc b*S A 
(III) h 'J7;l/to^ *>;ul/**- h (6 2 0mg) £fln;U 60^(^x8 

m$m#iiz 0 Kmm&vozfmm 3 5 tmmo^mm^ximti 

<9> mm<D<t&®&9 6 5mg, JR^44%T'^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 89 (s, 3 H) , 6. 
98 (d, J=8. 5Hz, 2H), 7. 16 (dd, J=3. 7Hz, 4. 9 
Hz, 1H), 7. 64 (d, J=3. 7Hz, 1H), 7. 68 (d, J=4. 
9Hz, 1H), 7. 90 (d, J=8. 6Hz, 2 H) 

!£i##HI (FD-MS, m/z) :218 (M + ) 

Hife0>J3 9 (#%0J) 

4-hl ; 'o^-/7x~;l/ 2 -?-J~=-;U »h> 

H»J3 8T'^4-^ h + v/7x-;U 2-^x^ ^ h > (8 0 4mg) 
£N, N-y^f^AT; K (3 0ml) fcj&IPU + 
*>K (6 4 5mg) £tn;i. 7;U^^HmT5I^HS«E tfc 0 Klbg^I 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 6. 8 4 (b r s, 1 H) , 
6. 93 (d, J=8. 5Hz, 2H), 7. 14 (dd, J=3. 7Hz, 4. 
9Hz, 1H), 7. 64 (d, J = 3. 7Hz. 1 H) , 7. 68 (d, J = 
4. 9Hz, 1H), 7. 83 (d, J=8. 5Hz, 2 H) 

SS^tfril (FD-MS, m/z) :2 0 4 (M + ) 

H»J4 0 

(4- [(6, 7-^l-^^-4-^'J;l) t^y] 7x-^} (2-7- 
x_;U) ^ > (3 6) 

4-*no-6, 7 -'J/ Y*is*J U > (11 2mg) <hHSfefll3 9Tfcrt: 
4-tKD+«/7x-A 2-^i-;U ^rh> (10 2mg)*fi^U 16 
4 0»H«#Lfc o E*Sfi£«&*IStt0!l2 4 £ TOo^&TftSShh 5 c t 
Jwckt), ^jg©ft£#l£3 4mg N iR^l 7%T#7t 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 04 (s, 3 H) , 4. 
07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 20 (dd, 
J=3. 7Hz, 4. 9Hz, 1 H) . 7. 29 (d, J=8. 5Hz, 2H), 
7. 47 (s, 1H), 7. 49 (s, 1 H) , 7. 70 (d, J=3. 1Hz, 
1H), 7. 75 (d, J=4. 9Hz, 1 H) , 8. 00 (d, J=8. 6H 
z. 2H) , 8. 5 8 (d, J =5. 5Hz, 1 H) 
®S##HI (FAB-MS, m/z) :3 9 2 (M + +l) 
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H»J4 1 

(4-^QD7x-ib) {4- [(6, 7-^7 ^y-4-4;'J^) ^4 
•>] 7x-;U} y > (3 7) 

4-?dd-6, 7-v>^ h + v'+y 'J > (1 1 2mg) £ mH£n a D © 4 - ? o 
D7x^b 4-tFa + i/7x-^ * h> (3 4 9mg) £g£U 1 80 

°&p2 oftmm&itzo fcfcm£®}£?au+jiA/mmx-i-Ji< (5/n tjs 

g. JR$1 2%Tii?c 0 

1 H-NMR (CDC 1,, 90 MHz) : <5 4. 03 (s, 3H), 4. 0 
7 (s, 3H), 6. 66 (d, J = 5. 3Hz, 1 H) . 7. 19-7. 34 

(m, 2H) , 7. 4 4-7. 5 6 (m, 4 H) , 7. 7 1-7. 9 9 (m, 4 
H) , 8. 5 8 (d, J =5. 3Hz, 1 H) 

M£*rffi (FD-MS, m/z) :419 (M + ) 

H»J4 2 

(4-7^D7x-Jl/) {4- [(6, 7->?y h4-->-4-4-y U;tQ * 

7x-M /■ ?y > (3 8) 
4-?no-6, 7-S?> U > (1 1 2mg) <h TtTiSS® 4 - 7;U 

tD7x^ 4-bKo + i/7x-^ Yh> (32 4mg) 17 

ot^oarjuiBiLfco &utm&to*mim4 1 i^«©*i*-c««i-*zi 

fc<fc*K mmoit&VaZi 1 4mg N JR^5 7fc-e$fc 0 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 4. 04 (s. 3H), 4. 

07 (s, 3H), 6. 65 (d, J=5. 5Hz, 1 H) , 7. 18 (d, J 

= 8. 5Hz, 1H). 7. 20 (d, J=8. 5Hz, 1 H) , 7. 27 (s, 

1H) , 7. 2 8 (s, 1H) . 7. 4 7 (d, J =8. 5Hz, 2 H) , 7. 
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86 (d. J=8. 5Hz, 1H). 7. 88 (d, J=8. 5Hz, 1 H) , 
7. 90 (d, J=8. 5Hz, 2H), 8. 58 (d, J=4. 9Hz, 1 H) 
SS^tffffi (FD-MS, m/z) :4 0 3 (M + ) 

H»J4 3 

(4- [(6, 7-?y h*->-4-*>"J;b) (7x- 
)V) *9 J y (3 9) 
4-* do- 6, 7-y> h + ->+;'J> (9 1mg) £ rtJ|g D D D © 4 - t K o 



+ v^>y7x7> (2 4 3mg) £fi£U 1 8 0°C+ 3 0£IHHW*Lfc o K 

&&£&£issfe0ij 3 1 £ c £ izx d . mm<D4t&®& 3 8 

mg N JR$2 4%T^fc 0 

1 H-NMR (CDC 1 3> 9 0MHz) : <5 4. 0 3 (s, 3 H) . 4. 0 
5 (s, 3H) , 6. 66 (d, J=5. 3Hz, 1 H) , 7. 31~7. 99 
(m, 1 1H) , 8. 5 7 (d, J = 5. 3 Hz, 1 H) 
Ii^«fI(FD-MS, m/z) :3 8 5 (M + ) 

HM^J4 4 

3, 5->V h^-> h;Ujc> 

74rh^h'J;U (2 0 0ml) KrfJBg&O^bW -;U (5. 7 7 g) 
£-tK ^*;H»fflt (8. 47ml) i^'J^A (12. 3 g) *Jn*.T\ 
2 . 5 ftmi&M L RiCfi^tt C * 0\ ?0o * ;b A T#HSL ? a a 

>/wmt**ji ( 5 / i ) T-jgii-r * u * n-?hy?74 
--etnmtzztiz&t). saoft&tt&s. 0 4g. ir^8 2%^^ 0 

1 H-NMR (CDC 1 q , 5 0 0MHz) : 6 2. 3 0 (s. 3 H) , 
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3. 76 (s. 6H), 6. 30 (s, 1 H) , 6. 37 (s, 2 H) 

H»J4 5 (#%#J) 

^TKxhvt Kd77> (1 0ml) KgffiflN 4"Cfifc3, h + v/ 

h;Ui> (i. o 0 g) *mmU S*£BH&T-4 5 0 C*maS D D D O2. 5M© 
n-y^l/Uf-^A-^+if^tt (2. 9 0ml) 3 05>Fe1«t^ 

Lfco mi5 D D D©4-y h + 'X^y^^DU K (1. 2 3g) £-rh5 
tKo77> (10ml) ii»»U -4 5tWo<f)M/: 0 lNrHMfi 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 0 (s, 3 H) , 3. 
69 (s, 6H), 3. 85 (s, 3H), 6. 43 (s, 2H), 6. 89 
(d, J=9. 2Hz, 2H), 7. 82 (d, J=9. 2Hz, 2 H) 

l£»J4 6 

2, 6-^bKn^^-4-yf^7x-/l/ 4-b F'n^->7x-^ jr h 

y_ 

fc**{fc>f-U> (10ml) KHM>J4 5T*§*:2. 6-i^ h*->-4- 
yf;b7x^ 4-n*->7x-^ * b> (3 2 lmg) *7gtfi¥U 
^rfjBSon© h 'J 7*0*^7 > (34 9ml) < OJD^.^ fifi+T?— ft 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 62. 1 6 (s, 3 H) , 6. 
16 (s, 2H) . 6. 79 (d, J = 8. 6Hz, 2H), 7. 56 (d. J 
= 8. 5Hz, 2H) 



(2, 6-yhKDt->-4-y^l/7x^) (4- [(6, 7-->7h4 

v/-4 7i_;i/} y^y> (4 2) 

4-^oo-6, 7-->V h + U> (6 lmg) <hHSI0J4 6 2, 

(lOOmg) £>>if-b>r>l ^jUx-t^I, (0. 5ml) \zfe& 

£iK 170^*2 0#5IHf#L/Co KfoU£®*mUvm.imi- V >J -7 AtK^ 

(i o o/i) -es^-rs>"j77y^^vA^n-7 h^^^^ -{c 

1 H-NMR (DMSO, 5 0 0MHz) : 
52. 18 (s, 3H) , 3. 90 (s, 3 H) , 3. 9 5 (s, 3H) , 6. 
20 (s, 2H) 6. 68 (d, J=4. 9Hz. 1 H) , 

7. 32 (d, J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 43 (s, 
1H) , 7. 8 2 (d, J = 8. 6Hz, 2H) . 

8. 54 (d, J=5. 5Hz, 1 H) 

Steffi (FD-MS, m/z) :43 2 (M + +l) 
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HWJ48 (#%0>J) 

6, 7-^^ h^->-4 - (4-^ho7^4y) 4V jj > 
4-^oo-6, 7-5» h*->*y'J > (1. 84g) irfJagp a Q 04-^ h 

D7i;-;K3. 4 2g)*«^ 17 01CfcT5 0aM»&Lfco S«T 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 01 (s, 3H), 
4. 06 (s, 3H). 6. 69 (d. J = 4. 9Hz, 1 H) , 7. 27 (d, 
J=9. 1Hz, 2H). 7. 37 (s, 1H), 7. 47 (s, 1 H) , 8. 
32 (d, J = 9. 1Hz, 2H), 8. 62 (d, J=4. 9Hz, 1 H) 

«S##rM (FD-MS, m/z) :3 2 6 (M + ) 

#06014 9 (#%0J) 

6, h*i/-4- (4-7 ^ J 7x^-» *7 'J > 

6, 7-^ h**-4- (4--ho7x; + -» > (1. 0 0 g) 

£N, N-S?yfA*U7; K/i»xf;b (3 Oml /15ml) CglU 
1 0%7kIHt'^ vJ9A-Ki (6 9mg) £fln*. x 7k3R&iB5rFSfllcTl 7 

h 'J * A-e^filtfc 0 ttBET«itS±U &m<D<t&®Z7 9 9 
mg. JR$8 8%T^fco 

* H-NMR (CD 3 OD, 5 0 0MHz) : 6 4. 0 0 (s, 3 H) , 
4. 00 (s, 3H), 6. 47 (d, J=5. 5Hz, 1 H) , 6. 82 (d, 
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J =8. 6Hz, 2H), 6. 96 (d, J =9. 2 Hz, 2H), 7. 32 
(s, 1H), 7. 62 (s, 1H). 8. 36 (d, J=5. 5Hz, 1 H) 
OTHMFHI (FD-MS. m/z) :29 6 (M + ) 

HWJ50 

N- {4- [ (6, h*»>-4-*7 >)-Jl) £±21 7*-M ~ 

3 - b° 'J ; K (6 1) 

6, 7-^F + ->-4- (4-7^7x;^y) +y U > (5 7mg) t 
miS D a a©-3f->i? (3 7mg) £N, N — f;^;l/A7 ? K (2ml) iz 
®mitz'&, l-if-^-3- (3' -'^W;yyot^) *-MfS>-r 5 
Klg&£ (7 9mg) £fln;U SfiKT5^BHWfLfc 0 

1 H-NMR (CDC l 3 , 5 0 0MHz) : <5 4. 0 5 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=4. 9Hz, 1 H) , 7. 22 (d, J 
= 8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 47 (dd, J=4. 9, 
7. 9Hz, 1H), 7. 56 (s, 1 H) , 7. 77 (d, J = 9. 2Hz, 
1H), 8. 26 (d, J = 8. 5Hz, 2 H) , 8. 49 (d, J=4. 9H 
z, 1H), 8. 79 (d, J=3. 7Hz, 1 H) . 9. 13 (s, 1 H) 

MbMfffi (FD-MS, m/z) :40 1 (M + ) 
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mmms 1 

N - (4 - [ (6, 1_jz21 b^'>-4-^y jJLf^U) ;t*->] 7i-^} - 
(3, 4-->y ^->7x-^) K (6 2) 

6, 7-y7h + ->-4- (4-7;;7iy + y) +7 U > (5 6mg) <t 
mB5 D a a0 3, 4-v>V h*v£,E#& (6 0mg) £N, N - v t ^;b*;bA7 
i K (2ml) Kig#?U l-x^;U-3- (3* - V / *Jl7 i J zfa t°)l) 
tbXVJ i mnm (8 lmg) £fln;i> £&<CT2 2^m#L^ 0 

(1 0/1) 7?ggat5>>U*W7A?D7 h^7 7>f-lc«J:i9m8aL, S 

1 H-NMR (CDC 1 3 . 500 MHz) :<53. 87 (s, 3H), 3. 
87 (s, 3H), 4. 06 (s, 3H), 4. 07 (s, 3H), 6. 48 
(d, J=5. 5Hz, 1H), 6. 63 (d, J=8. 5Hz, 2H), 7. 
18 (d, J = 9. 2Hz, 2H), 7. 34 (m, 2H), 7. 43 (s, 1 
H) , 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 76 (d, J=8. 
6Hz, 2H), 8. 48 (d, J=5. 5Hz, 1 H) 
mmtiftm (FD-MS, m/z) :4 6 0 (M + ) 

N- {4- [ (6, 7->V h*->-4-*yU-;U) -7^-;!,} - 

vtu^^yhfrtf^i K (6 3) 

6, 7-^h + ->-4- (4-7;;7x;*«» *>";> (5 2mg) £ 
Ti?K D a n ©i/?o^*lf>£;Utf>8? (4 6mg) £N, N- *;U*;UA7 I 
K (2ml) fcJWU l-xf^-3- (3' -Vt+M7\ J?xx\£fc) * 
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vmmm (8 4mg) zmz., mzx2 2^msimi^ nmm 
5 1 tmm®®mz&iTmmi, 3aoft^4 5mg > ^me4%xmfz 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 1. 3 0 (m, 2 H) , 1. 
5 6 (m, 2H) , 1. 7 3 (m, 2H) . 1. 8 5 (m, 2 H) , 1. 9 7 
(m, 2H) , 2. 2 6 On, 1 H) , 4. 0 5 (s, 3 H) , 4. 0 5 (s, 
3H) , 6. 43 (d, J=5. 5Hz, 1 H) , 7. 14 (d, J = 8. 5H 
z, 2H), 7. 36 (s, 1H), 7. 42 (s, 1 H) , 7. 55 (s, 1 
H) , 7. 63 (d, J=8. 5Hz, 2H), 8. 47 (d, J=5. 5Hz, 
1H) 

K«»*ftt (FD-MS, m/z) :4 06 (M + ) 
fUS0J5 3 

N- {4- [ (6, 7- ! J* h* f s-4-*J V-JV) t^->] 7x-ib) - 
2-7 7>ft;M?5-tM K (64) 

6. 7-i?n + v'-4 - (4-7W7x; + y) 4-7 'J > (5 5mg) t 
rfJKS02-75>*^**^K (3 2mg) £N, N-->7f-^;bA7; K 
(2ml) i=:*#U 1 -xf-;U-3 - (3* -^f^7^^Pt» *^ 
^ K&IfcJg (9 lmg) £Jn;L. ^S{CT2 2 BSH«# L fc8U H»J5 
1 <bH»©»mcJ:oT««!Lx Sg©ft£$/£3 5mg. i«4 8%T*#fc 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) : 6 4. 0 4 (s, 3H) , 
4. 0 5 (s, 3H) , 6. 4 9 (d, J =4. 9 Hz, 1 H) , 6. 5 7 (d 
d, J = l. 8, 8. 7Hz, 1H). 7. 20 (d, J=8. 6Hz, 2H), 
7. 2 8 (d, J =7. 9 Hz, 1 H) , 7. 4 2 (s, 1 H) , 7. 5 1 (s, 
1H), 7. 56 (s, 1H), 7. 77 (d. J = 9. 2Hz, 2H), 8. 
35 (s, 1H), 8. 49 (d, J=5. 5Hz, 1 H) 
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nmftVrm (FD-MS, m/z) :3 9 0 (M + ) 
H»J5 4 

N- {4- [(6, 7-^ht->-4-^'J^) **->J 7x-;U) - 
3-ft7x>^?;^f; K (6 5) 

6, 7-y - n + ->-4 - (4-7;;7x; + » *>"J > (5 4mg) £ 
rfJHRS© 3 7 x (4 4mg) £N, K-y7fWi7; 

K (2ml) IcjgJBU l-xf;l,-3- (3' - *V *;U7 S J zfa t°;U) a 

5 1il^«0»mwJ;oTffl«!U nm®<t&®*4 lmg, JR* 5 5 96"e»fco 
1 H-NMR (CDC 1 500 MHz) :<54. 02 (s, 3H), 4. 

04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 7. 17 (d, J 
= 8. 6Hz, 2H), 7. 38 (m, 1 H) , 7. 55 (d, J=l. 2Hz, 
1H), 7. 56 (s. 1H), 7. 73 (d, J = 8. 6Hz, 2 H) , 8. 

05 (dd, J=l. 2, 3. 1Hz, 1 H) . 8. 37 (s, 1 H) , 8. 4 
7 (d, J=5. 5Hz, 1H) 

JMftffifiS (FD-MS, m/z) :4 0 6 (M + ) 

HttSW5 5 

N — {4- [ (6, 7-v^ h*->-4-*7 *±j/] 7jl-M - 

(4--hn7x-;b) K (6 6) 

6, 7 -V* h + ->-4- (4-7;;7x;4-» * J 'J y (1 1 Omg) 
£rfj|RS«D 4 h d£,|1#& (lOOmg) ^N, N - V * f^^A7 S K 
(4ml) lc&jS?L> l-xf-^-3- (3' — ! J/^J\/7 I J 7° a b°;U) 

S mWtm. (1 7 6mg) £flD;U Ifii:T2 2B$H«#Lfc8U ms^j 
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X H-NMR (DMSO-d g , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 

3. 95 (s, 3H), 6. 49 (d. J = 5. 5Hz, 1H), 7. 29 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 2 (s, 1 H) , 7. 
93 (d, J=9. 2Hz, 2H), 8. 21 (d, J=8. 6Hz, 2 H) , 
8. 39 (d, J=9. 2Hz, 2H). 8. 48 (d, J=5. 5Hz, 1 H) 
, 10. 7 (s, 1 H) 

WtaiFHB (FD-MS, m/z) :44 5 (M + ) 

HWJ56 

N- {4- [(6, 7-?y h*->-4-*7 UfJU) - 
(N, N-y^f;l/7;;7x-;l/) £ikjjj±gi !l (6 7) 

6, 7-s/ h + >-4- (4-7;;7iy + -» > (5 lmg) <h 

mK Q D n©4 -vM ^;UT ^ y^mSK (4 4mg) £N, N-*V^;U*;l,A7 
S K (2ml) \ztmU l-^Jl-3- (3' -iW-JUTzJfaV*,) 
fiJltfVJ i mWtm (8 3mg) £JD*., MlcTl 6B*IHJ9£#Lfc8U HJS 
055 1 iSiaiO»mcJ:oT»KLx H»OM*7mg, JR*1 0%Ti#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 0 6 (s, 6H) , 

4. 05 (s, 3H), 4. 06 (s, 3H), 6. 48 (d, J=4. 9Hz, 
1H), 6. 71 (d, J=8. 6Hz, 2H), 7. 17 (d. J = 8. 5H 
z. 2H), 7. 44 (s. 1H), 7. 57 (s, 1 H) , 7. 74 (d, J 
= 8. 5Hz, 2H), 7. 81 (d, J=9. 2Hz. 2H), 7. 94 (s, 
1H) , 8. 4 9 (d, J =5. 5Hz, 1 H) 

nmftttm (FD-MS, m/z) :4 4 3 (M + ) 
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7 

N- {4- [ (6, l-'J* t±jszAz±l i} - J ^ £*±2 ~ 
(4-7tf^7x^;l/) ti)\,#*-V-i K (6 8) 
6, 7-2/ h*->-4- (4-7;;7x; + -» +;>J> (54m g) £ 
T{JBSa a a©4-T-tr^;U$m#S? (4 6mg) £N, N-y7f;^^A7; K 
(2ml) lci§jj?Ls 1 -xf-;U- 3- (3' -V**)\>7iJ-?u\£Jl>) f))V 
«K5^>f S KttKJI (8 7mg) *Jnx.. MKT 2 2 B#fiSH£# L fcSL HJSfl 
5 0tH«©JimwJ:oTflt«!U mm®it&Va£4 3 m g, JR*5 3«"C»fc 0 

1 H-NMR (DMSO-d g, 500 MHz) : 5 2. 66 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3 H) , 6. 48 (d, J=4. 9Hz, 
1H) , 7. 2 8 (d, J =9. 2 Hz, 2 H) . 7. 3 9 (s, 1 H) , 7. 
52 (s, 1H), 7. 94 (d, J=9. 2Hz, 2 H) , 8. 10 (m, 4 
H) , 8. 48 (d, J=5. 5Hz, 1 H) , 10. 6 (s, 1 H) 
Bi^KFD-MS, m/z) :44 2 (M + ) 

N- {4- [ (6. l-'Jjt Y*i'-A-*J U£JtQ ** : A 7*-M - 
(4-7^;b7^-;lQ a;MC4-frS K (6 9) 
6, F + (4-T5 /7*y*2/) *y»J> (5 4mg) <h 

7fj|Ra©4-^f-;U3cjaW (5 4mg) £N, N-i?yfA*A/A7 5 K (2 
ml) fc*J|?U l-x*;U-3- (3' —iff I J ~7a \£jl>) jjjUtfi? 
4 % Kttfttt (8 5mg) £flO*.> liSCT 2 ltz'&^ H$jPJ5 1 <!: 

1 H-NMR (CDC 1 3 . 5 0 0MHz) .6 0. 9 5 (t. J =7. 3H 
z, 3H) , 1. 3 8 (m, 2H) , 1. 6 4 (m, 2H) , 2. 69 (t, J 



WO 97/17329 PCT/JP96/03229 

7 7 

= 8. 0Hz, 2H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 4 
8 (d, J=5. 5Hz. 1H), 7. 19 (d. J=9. 2Hz, 2H), 7. 
30 (d, J=8. 6Hz, 2H), 7. 42 (s, 1 H) , 7. 57 (s, 1 
H) , 7. 75 (d, J=8. 6Hz, 2 H) , 7. 82 (d, J=8. 6Hz, 
2H) , 8. 03 (s, 1H) , 8. 49 (d, J = 5. 5Hz, 1 H) 
KftfttftM (FD-MS. m/z) :4 5 6 (M + ) 

N- {4- [(6, h^y-4-^;'J-;b) ±±jd ~ 

(4-7;;7x-;l.) tiJltf*-** K (7 0) 
{4- [(6, T-^n + y^-^yj-^^y] 7x-;H (4- 
-Fd7x^) JjJim-V-i K (lOOmg) £N, N - *V ^;U*;IA7 S 
K/#g?x^;l, (9ml /5ml) lc&ft?U 10%A'r^A-gf (6 9m 
g) £fln;U 7K^fflmT^S{cT2 2ra^L/c 0 ££&£-t?7-f 

£8 5mg N JK^9 1%-zmtZo 

1 H-NMR (DMSO-dg, 5 0 0MHz) :63. 94 (s, 3 H) , 
3. 95 (s, 3H), 5. 75 (b r s, 2 H) , 6. 4 6 (d, J=4. 9 
Hz, 1H), 6. 61 (d, J=8. 6Hz, 2 H) , 7. 22 (d, J = 9. 
2Hz, 2H), 7. 39 (s, 1 H) , 7. 52 (s, 1 H) , 7. 73 (d, 
J=8. 5Hz, 2H), 7. 89 (d, J=9. 2Hz, 2 H) , 8. 46 
(d, J = 5. 5Hz, 1H) , 9. 9 0 (s, 1 H) 

KS##rffi (FD-MS, m/z) : 4 1 5 (M + ) 
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HWJ60 

N - {4- [(6, 7-^h^-4-^/'J-^)^y] 7x^1 - 
4-bT'J 'J>i3J}^±±i K (71) 

6, 7-i>V h**>-4- (4-7;;7x; + y) +7 U > (5 3mg) t 
rPIRSO-f V-3f->tt (4 5mg) £N, N-i?yfA**A7; K (2ml) 
fc»A?U l-xf-;U-3- (3* -^^;b7i;7"Dt^) fc^sKS^SK 
(9 8mg) £Sn;U ^i&lrr 6 2B#Htt#L*:SU £ffiPJ5 1 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 94 (s. 3 H) , 
3. 96 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) . 7. 29 (d, 
J = 9. 2Hz, 2H). 7. 39 (s, 1 H) . 7. 52 (s. 1 H) , 7. 
88 (d, J=4. 3Hz, 2H) , 7. 92 (d, J=8. 5Hz, 2 H) , 
8. 48 (d, J=4. 9Hz, 1 H) , 8. 80 (d, J=4. 3Hz, 2H) 
, 10. 6 (s, 1H) 

m&tfft (FD-MS, m/z) :40 1 (M + ) 



H»J6 1 

N- {4- [ (6, 7-v^ h^ri/-4-^yU-;u) tt->] 7x_;b} - 
2-ft7x^M>t; K (72) 

6. 7-i^y h*«>-4- (4-7U7x; + y) +7 U > (5 Omg) £ 
rUSg n D u0 2-^^7i>*;U**>i? (4 6mg) £N, N - S?y *;b*;UA7 5 
K (2ml) \ZMMU l-i^^-3- (3' -•^f^7;^ot^) * 
M'-^; K*g»*g (9 9mg) *J)D;U SflfcT 6 2B#H«#LfcflU 
5 1 i|5l1i©^w«koTmiSiU mmoik&mz 7mg, W5 4«T»fco 

1 H-NMR (CDCK. 500 MHz) :<54. 02 (s, 3H), 
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4. 04 (s, 3H), 6. 46 (d, J=5. 5Hz, 1H), 7. 11 (m, 

1H), 7. 17 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 55 (m, 1H), 7. 56 (s, 1H), 7. 73 (d, J=8. 5Hz, 

2H), 7. 73 (m, 1 H) , 8. 38 (s, 1 H) , 8. 48 (d, J = 
4. 9Hz, 1H) 
MmftVrm (ED-MS. m/z) : 4 0 6 (M + ) 

ISWJ6 2 

N- {4- [ (6, 7-->V h*->-4-*7 U-;U) 7x-M - 

4-b'7x-^;^t; K (7 3) 

6, 7->V h + ->-4- (4-7;;7i;+y) > (5 2mg) £ 

h^^)\,Ti>/mUf-Uy (3 m 1/2 ml) Ci«L, rfJl&nn© t'7i 
^#Jb* >I??n >J K (8 Omg) £fln;U 5B$PdHf#L/Co Mf£ 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 5 (s, 3 H) , 
3. 95 (s, 3H), 6. 48 (d, J = 5. 5Hz, 1 H) , 7. 28 (d, 
J=9. 2Hz, 2H) . 7. 40 (s, 1 H) , 7. 43 (t, J=7. 3H 
z, 1H), 7. 5 0-7. 5 3 (m, 3 H) , 7. 77 (d, J=7. 3Hz, 
2H), 7. 85 (d, J = 8. 6Hz, 2 H) , 7. 96 (m, 2H) , 
8. 08 (d, J=8. 5Hz, 2H) , 8. 48 (d. J=4. 9Hz, 1 H) 
. 1 0. 4 (s, 1H) 
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©g^tfTil (FD-MS. m/z) :4 7 6 (M + ) 
HM0J6 3 

N- {4- [ (6, tz21 *±j/} ? 3.-M - 

(4-7HF-V/7 *.=Jt/) K (7 4) 

6, h*'>-4- (4-7U7i;*y) *y«J > (5 2mg) £ 

h»Jxf-;U7$ >/*{k>f-U> (3ml/2ml) I:.1IL> mi5o a D©4-:?' 
h**>£H§»*n'J K (0. 0 7ml) £Sn;L. OBSBHKtfLfcSL 
IQfe«!6 2iH«©»m=<koT»«!U »^^3 4mg, JR¥4 1K 

* H — NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 99 (t, J-7. 3H 
z, 3H), 1. 5 2 (m, 2H) , 1. 8 0 (m, 2 H) , 4. 0 3 (m, 2 
H), 4. 04 (s, 3H), 4. 05 (s, 3 H) , 6. 47 (d, J=4. 
9Hz, 1H), 6. 95 (d, J=9. 2Hz, 2H), 7. 18 (d, J = 
9. 2Hz, 2H), 7. 46 (s, 1 H) , 7. 57 (s, 1 H) , 7. 74 
(d. J=9. 2Hz, 2H), 7. 86 (d, J = 9. 2Hz, 2H), 8. 
10 (s, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
KI^IfHICFD-MS, m/z) :4 7 2 (M + ) 

mime 4 

N- {4- [ (6, 7-i^ h*->-4-*/'J.=JlO *±j/] 7z.-M - 
(4-yo^7x^) g2k£j±i K (7 5) 
6. h + ->-4- (4-7;;7x^-» +y U > (5 2mg) £ 

mBRn D n <D4-7a*£-!l§& (7 8mg) £N, N-^fM^A7; K (2 
ml) fcfcJHU l-xf-jU-3- (3' -i?/1-Jl7i ^nh^) *4,»K? 
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>T $ (1 0 2mg) Ztaz.^ M&KT1 7B#M«#Lfcfk HWJ5 1 

*H-NMR (CDC 1 3 , 5 0 0MHz) : 6 4. 0 7 (s, 3 H) , 4. 
07 (s, 3H), 6. 53 (d, J=5. 5Hz, 1H) , 7. 22 (d, J 
= 9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 50 (s, 1 H) , 7. 6 
2 (s, 1H), 7. 65 (d, J=8. 6Hz. 2H), 7. 84 (d, J = 
8. 6Hz, 2H), 7. 86 (d, J=8. 6Hz, 2 H) , 8. 41 (d, 
J =5. 5Hz, 1H) 

liMi (FD-MS, m/z) : 4 7 8 (M + ) , 4 8 0 (M + +2) 

N- {4- [(6. I_z21 b*->-4-*yj-;U) £±jS] ?*-M - 
(4-y h4^>ft;U#— ;l^7x-;l/) ft^HfjMJJ K (7 6) 

6. h*5/-4- (4-7;;7x; + ^) +y ij > (1 0 Omg) 

tmmShO^y /1-)l7-U7?jm (13 0mg) £N, N-V/1->I*jI,J*7 

5 K (4ml) fc»fl¥U 1 3 - (3' - f-;U7 i / 7n b°;U) 
*<M?S?>r $ KJflttt (2 2 7mg) fcja*., gfiKTl 8«rM«ff Lfc« % H 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 9 8 (s, 3 H) , 4. 

06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (d. J=4. 9Hz, 1 
H) , 7. 2 2 (d, J = 9. 2 Hz, 2H) , 7. 4 3 (s, 1 H) , 

7. 56 (s, 1H), 7, 76 (d, J = 9. 2Hz, 2H) , 7. 97 (d, 
J=8. 6Hz, 2H), 8. 18 (d, J=8. 6Hz. 2H), 8. 49 
(d, J = 5. 5Hz, 1H) 
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K*#*Hitt (FD-MS, m/z) :4 5 8 (M + ) 

N- {4- [ (6, H*'>-4-*y 'J j=->u) 7x-;b} - 

2-ep ^>/?ju^4-»$ K (7 7) 

6, 7-y7h + >>-4- (4-7;;7x; + y) +yj > (5 Omg) £ 
rfjURSoeay >K (4 2mg) £N, N--^>f W«Jl/A7; K (2ml) IC 
&ft?U l-xf-;b-3- (3' -i>yW;;yDh*;W.^#^ = m 

w&m. (i 2 3mg) mkti mrmftLtzik, nmms 1 £NtK© 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 4. 0 6 (s, 3 H) , 4. 
06 (s, 3H) , 6. 49 (d, J=5. 5Hz, 1 H) , 7. 23 (d, J 
= 8. 6Hz, 2H), 7. 43 (s, 1 H) , 7. 51 (m, 1 H) , 7. 5 
8 (s, 1H) , 7. 8 9 (d, J =9. 2 Hz, 2 H) . 7. 9 4 (m, 1 H) 
, 8. 33 (d, J=8. 0Hz, 1 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 8. 64 (dd, J = l. 8, 4. 9Hz, 1 H) 

SCS^flriS (FD-MS, m/z) :40 1 (M + ) 

H»J6 7 

N- {4- [ (6, h4-->-4-»y'J-;U) 7x_;U} - 

(4-bKn^->^;Uf-;l/7x-;l/) ft^MfjjJ K (7 8) 

{4- [ (6, 7-v>V h + ->-4- + y 'Ji*) 7x-i) - (4 

-* F + '>*M:-^7x-^) h'&tfy-Jl (3ml) K&fl? 

U 3 3 U £ A&Sflfc ( 1 . 5ml) *Jn*> SflT2l*Wa£#l,fco 
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1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 93 (s, 3 H) , 
3. 94 (s. 3H), 6. 47 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J = 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
92 (d, J=9. 2Hz, 2H), 8. 07 (m, 4H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 10. 5 (s, 1H) 
Il^tlft (FD-MS, m/z) :44 4 (M + ) 

HWJ68 

N — {4 — [ (6, 7-->V Y*is-4-*; 'J->>U) ;t*->] yj,-M - 
is ?w<y?yf] 1 K (7 9) 

6. 7 -it* h^-->-4- (4-7;;7x; + y) +7>J> (53mg) t 
WmSLOi/^a^y^y^jlt'ym (6 6mg) £N, N - f;^;bAj $ 
K(2ml) IzmmU l-xf-;U-3- (3* - f JM f-;U7 ^ y ~Tu t°;U) # 
$ Ki£&i& (HOmg) ifilctl 7^MJf Uz'&, MM 

W5 1 tmmvmmz&iTfnmu sje©^^3 5m g . ^50%-e^ 

/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : (5 1. 6 4 (m, 2 H) , 
1. 8 1 (m, 2H), 1. 9 1 (m, 4H), 2. 7 5 (m, 1 H) , 
4. 04 (s, 3H), 4. 04 (s, 3H) . 6. 44 (d. J=4. 9Hz, 
1H), 7. 13 (d. J=9. 2Hz, 2H) , 7. 45 (s, 1 H) , 7. 
55 (m, 1H), 7. 65 (d, J=8. 6Hz, 2H), 8. 47 (d, J 
= 5. 5Hz, 1H) , 

(FD-MS, m/z) : 3 9 2 (M + ) 
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HJS0J6 9 

N- {4- [(6, 7-^/ h^->-4-^yj^^) 7*-)],} - 

7y7>^>^mt; K (8 1) 

6, 7-v/V h*->-4- (4-7^7x7 + -/) > (5 lmg) £ 

Iftifc&CDTy-T^fyJjJltfym (1 1 Omg) £N, N - 'J* ^;U*;bA7 ^ 
K (2ml) (3' -y>W;^ot';b) ^7 

^ K£itf£ (1 0 7mg) *Jn^ 5B^F B 1^L^s Ute 

^J5 1i|lI1iO^{iJ:oT^U »{k^l3mg, ©$17%Tl# 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 8 2 (m, 6 H) , 
2. 0 0 (m, 6H), 2. 1 3 (m, 3H), 4. 0 5 (s, 3 H) , 
4. 05 (s, 3H), 6. 44 (d, J=4. 9Hz, 1H) , 7. 15 (d, 
J=9. 2Hz, 2H) , 7. 42 (s, 1 H) , 7. 5 5 (m, 1 H) , 7. 
64 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) , 

WMftffim (FD-MS, m/z) :4 5 8 (M + ) 

HWJ7 0 

N- {4- [ (6, h^v-4-^yj-^) 7^;H - 

(4-7-tr F4-i/7x-^) K (8 0) 

6, 7-->V h*v-4- (4-7U7i;+-» +yj > (1 1 Omg) 
imBSS,0 4-T-t V*i/<£BMm. (2 0 7mg) £N, N- *)l*)ll»T 
i K (6ml) K®WU l-xf-;U-3- (3' - V* f-^T ^ J -f d h°;b) 
^ K*I&£ (2 2 3mg) £flD;U MSKT7l$RaiJ£#L/^ HJg 
^J5 1i|Hl^©^(i«l;oTmS{L> 3tj§©ft£tl£12 3mg. W7 2%T 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 3 5 (s, 3H) , 4. 
06 (s, 3H), 4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 
H) . 7. 21 (d, J=9. 2Hz, 2H), 7. 25 (d, J=9. 1Hz, 
2H), 7. 43 (s, 1H), 7. 56 (s. 1 H) , 7. 73 (d, J=9. 
2Hz, 2H), 7. 87 (s, 1 H) , 7. 93 (d, J=8. 6Hz, 2 H) 
. 8. 5 0 (d, J =5. 5Hz, 1 H) , 
SftfttfrM (FD-MS, m/z) :4 5 8 (M + ) 

H*0I7 1 

N- {4- [ (6, 7-vM h*i/-4-*7 'J-;U) - 
2- (6 -7-fe h4->f-7f-;U) tultf±±i K (8 2) 

6, 7-^^>-4- (4-7;;7x; + y) *y U > (5 lmg) £ 
miSo D n0 6-7-fe h*f-2-1-7 hiH (1 2 lmg) £N, N-^y^b* 
;UA7$ K (2ml) ll&ft¥U 1-^^-3- (3' -^W;;^d 
t°;U) 5 KWMt (1 24mg) ^Sn^. Sfii:Tl 3*Nft&L*: 

»W5 1<!:H«t©aimcJ:oTttKU »ft»6 6mg, 7 

1 H-NMR (DMSO-d 6 , 5 0 0MHz) : 6 2. 3 8 (s, 3H) , 
4. 03 (s, 3H), 4. 05 (s, 3H), 6. 49 (d. J=5. 5Hz, 
1H), 7. 20 (d, J = 9. 2Hz, 2H), 7. 30 (dd, J=2. 4, 
9. 2Hz, 1H), 7. 42 (s, 1 H) , 7. 57 (m, 1H), 7. 61 
(d, J = l. 8Hz, 1H), 7. 81 (d. J=9. 2Hz, 2H), 7. 
86 (d, J=8. 6Hz, 1H). 7. 89 (d, J=9. 2Hz, 1 H) , 
7. 9 4 (d. J =8. 6Hz, 1H) , 8. 3 8 (s, 1 H) , 8. 4 9 (d, 
J=4. 9Hz, 1H) 
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nmAVr®. (FD-MS, m/z) :5 0 8 (-VT) 
HWJ72 

N- {4- [(6, 7-/y^->-4-ty'J^) - 

N - {4- [ (6, Y*v-A-*J 'J -AO **^] 7i-;H - 

(4 -7-tr h + y7x^) K (1 03mg) — ;U (4m 

1) KiSBU 3 5%*»{k*U->A7K*tt (2ml) £fln;U £fl-?5*IHRK 
#Lfc 0 Eje®&&£lftfcx*-^/*"e£®U #&x^;i,Jl£f§fa;&ig7KT : ft 

1 H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3H) , 
3. 95 (s, 3H). 6. 46 (d, J=4. 9Hz. 1 H) , 6. 87 (d, 
J=8. 5Hz, 2H), 7. 24 (d, J =9. 2Hz, 2H). 7. 39 
(s, 1H), 7. 52 (s, 1H). 7. 87 (d, J=8. 6Hz, 2H). 
7. 90 (d, J=9. 2Hz, 2H). 8. 47 (d, J=5. 5Hz. 1 H) 
, 1 0. 1 (s, 1H) 
mmftVrm (FD-MS. m/z) :417 (M + +l) 

HWJ73 

N- {4- [ (6, 7-v>V b*is-4-*J 'J -AO 7x-;H - 

2- (6-bKot'>f7f;l/) K (8 4) 

N— {4 — [ (6, l-V* h*->-4-*y 'Jx;l/) 7xz;H - 

2- (6-7-t? h*->*7*-;l/) K (4 7mg) * J-A, (4 

ml) lc»j»Lx 3 5 %foWtitJ] 'J •> A7jq#i& (2ml) *Jdx. n SST?5B*IH 
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JR$8 6%T*#7r 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 9 5 (s, 3 H) . 
3. 95 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 18 (m. 
1H), 7. 20 (s, 1H), 7. 27 (d, J=8. 6Hz, 2H), 
7. 39 (s, 1H), 7. 53 (s, 1H). 7. 80 (d. J=8. 5Hz, 
1H). 7. 9 2-7. 9 8 (m, 4 H) , 8. 4 7-8. 4 8 (m, 2 H) , 
10. 0 (brs, 1H) , 10. 4 (s, 1 H) 

Mftfrtfftt (FD-MS, m/z) :4 6 7 (M + +l) 

N- (4-y ^->7x^) -N' - {4- [ (6, 7-S?y h^->-4- 
^yij_;U) 7x-;b} »i/7 (4 3) 

6, 7-i?y h + ->-4- (4-7$ y 7x^-» *>"J > (5 3mg) £ 

h^x> (3mo izmmmmifz^ 4-/ h + i/7x_Hv^7^-h 

(0. 2m 1) £fln;i N 3 O^BBJDflWi»ELfco *ftilLT*fcea*a»U h 
>»Ux >T^1" mm<D4k&V!l£ 5 4 m g , 6 8 %T~'& fc 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) .6 3. 7 2 (s, 3 H) , 
3. 94 (s, 3H), 3. 95 (s. 3H), 6. 44 (d, J=4. 9Hz, 
1H), 6. 87 (d, J=8. 5Hz, 2H), 7. 19 (d, J=9. 2H 
z, 2H) , 7. 37 (d, J=8. 5Hz, 2H) , 7. 3 8 (s, 1 H) , 
7. 52 (s, 1H), 7. 58 (d. J=8. 5Hz, 2H) , 8. 46 (d, 
J = 5. 5Hz, 1H), 8. 50 (s, 1 H) , 8. 73 (s, 1 H) 

KS#*FHI (FD-MS, m/z) :4 4 5 (M + ) 
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IS»J7 5 

N — (4-7;M-o7x-;l/) -N' - {4- [ (6, h*->-4- 
*yij-;u) ir^'A 7x-;u} frU7 (4 4) 

6, 7-y'n + y-4- (4-7^7W*» > (5 4mg) £ 

h;U^> (3ml) KjD&J&PLfcSU 4-7Wo7x^V->7^-h 
(0. 2ml)*ftMU 7 0 £RTOIMBaK L tFftB LTgfcfeS*»IR U h 
Ax>^t4:ii:J:t)aa©^ft*38mg, JR$4 8%T1#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 12 (m, 
2H) , 7. 1 9 (m, 2H) , 7. 3 8 (s, 1 H) , 7. 4 7 (m, 2 H) . 
7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 8. 45 (d. 
J = 5. 5Hz, 1H), 8. 72 (s, 1 H) , 8. 79 (s, 1 H) ®fi 
£#rtt (FD-MS, m/z) : 4 3 3 (M + ) 

IUfefll7 6 

N- (4-7D^7x-i) -N' - {4- [ (6, tz21 b*->~4-* 
yij_;b) **^] Z^£^kl (4 5) 

6, 7-^h + >>-4- (4-7iy7x; + y) *y U > (5 2mg) £ 
h;lx> (3ml) Kfln«i8A?Lfc8U 4-7*Pt7x-Mvm-h 
(0. 2ml)£jQ;U 5 0arSM»iBiKLfco tfiiiLTifcgBfcWRU h 

> -eft^-r s i t \z «k o mmvitsmz 5 6 m g . 6 4 % 

1 H-NMR (DMSO-dg. 500 MHz) : <5 3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 19 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) . 7. 4 5 (m. 4H) , 7. 
51 (s, 1H), 7. 59 (d. J=9. 2Hz, 2 H) . 8. 46 (d, J 
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= 5. 5Hz, 1H), 8. 86 (s, 1 H) . 8. 86 (s, 1 H) 
Jtt£*rtt (FD-MS, m/z) : 4 9 3 (M + ) , 4 9 5 (M + +2) 

N— {4- [(6, 7-^^->-4-^ l J-^) ^->] 7x-il>) - 
N' - (4--hn7x-^) g±Z (46) 

6, 7->M h.+ i/-4- (4-7i;7x; + y) +yj > (1 0 3mg) 
ZhJl^> (10ml) iztatmmiti^ 4--hD7x-;Wvm-h 
(3 66mg) £fln;L N 6 0 ^PJDn»«a L fco Wft LT£/r& H B B £zajfcU h 
ZZtlz£f)mm<Dik&b*:l 4 lmg, iR$8 8%T'^^ 0 
1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 5. 5 Hz, 1 H) , 7. 2 3 (d. 
J=8. 6Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 62 (d, J=9. 2Hz, 2 H) , 7. 71 (d, J = 9. 2Hz, 2 H) 
. 8. 20 (d, J = 9. 2Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 
H) , 9. 0 8 (s, 1 H) , 9. 4 9 (s, 1 H) 
(FD-MS, m/z) :4 6 0 (M + ) 

N- (4-7*f;l/7x^) — N' - {4- [ (6, h*->-4-* 

y;-;u) 2*l=M 17 ^ C4 7) 

6, h + iz-4- (4-7;;7x;+-» +y U > (5 Omg) £ 

h;Ui> (3ml) Lfc&x 4 -^fA7xi;K v >T*- h 

(0. 2ml) £}JD*.. 2 6^IBHn«UiaEL^o on *;UA/y-fe h> 

(1 0/1) TS^-TSv/'J^y^^^A^Dv h/77-f -*cJ:*J**«U ^ 
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S® ft£&£ 3 6 m g . JRig 4 5 %T~miz 0 

1 H-NMR (CDClg/CDgOD, 500MHz) : 6 0. 93 (m, 
3H) , 1. 3 5 (m, 2H) . 1. 5 7 (m. 2H) , 2. 5 7 (m, 2H) , 
4. 06 (s, 3H), 4. 06 (s, 3 H) , 6. 49 (m, 1 H) , 7. 1 
4 (m, 4H) , 7. 3 3-7. 6 2 (m, 6H) , 8. 3 9 (m, 1 H) 

nftVm (FD-MS, m/z) :47 1 (M + ) 

fS&fe0J7 9 

N- (4-7^77x_;U) -N' - {4- [ (6, 7-v?y h*->-4-* 
y_U£JlQ 7x-;H »U7 (4 8) 

N- {4- [ (6, h*v/-4-*;'J-^) 7i-;H - 

N* - (4--hn) 7i-Wl/7 (lllmg) £N, N- ;U A 
7^ K (7ml) fcjgjBU 1 0K*IMfc/*52>tfA-£fc* (lOOmg) ^Jn 
*3^H3lT£fiKT2 2NFPat»Lfc 0 RJCtt**^ hfcffl^TttfiL 

^ H — NMR (DMSO-dg, 500 MHz) : «5 3. 94 (s, 3H), 
3. 94 (s, 3H), 4. 74 (b r s, 2H), 6. 43 (d, J=4. 9 
Hz, 1H), 6. 52 (d, J=8. 6Hz, 2H), 7. 08 (d, J = 
8. 6Hz, 2H), 7. 16 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 
1H), 7. 51 (s, 1H), 7. 55 (d, J=9. 2Hz, 2 H) , 
8. 14 (s, 1H), 8. 45 (d, J=4. 9Hz. 1 H) , 8. 61 (s, 
1H) 

«*##rfit (FD-MS, m/z) :4 3 0 (M + ) 
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mmms o 

N - (4-7-fe^;U7x-;l) -N' - {4- [ (6, l-Vi b*y-4- 
*cJ\)-A,-) 7x-i) (4 9) 

6, h*->-4- (4-7;;7x; + y) *>"J > (51mg) £ 

h;bi> (3ml) \ZlBfmftlK&^ 4-7*?)l>7 ±-JU4Vi/7*-h 
(2 10mg) 2 O^mtammmLfio gS^^notW7tF> 

(i o/i) Tmmtzi'Vti>fji* ; 7i*?a^by7y4-iz£ir)mmu m 

m<D4t&!foZ 5 0 m g N JR^ 6 4 %X^fz 0 

X H-NMR (CDC 1 3 /CD 3 OD, 500 MHz) : 6 2. 59 (s. 
3H) , 4. 07 (s, 3H). 4. 07 (s, 3 H) , 6. 50 (d, J = 5. 
5Hz, 1H), 7. 17 (d, J = 8. 5Hz, 2 H) , 7. 36 (s, 1 H) 
, 7. 58 (s, 1H), 7. 58 (d, J=8. 5Hz, 2H), 7. 60 

(d, J=8. 5Hz, 2H), 7. 94 (d, J=8. 5Hz, 2H), 8. 
40 (d, J =5. 5Hz, 1H) 

SS^tffffl (FD-MS, m/z) :4 5 7 (M + ) 

Mtfc&l 8 1 

N- (4- [ (6, l-'J* h^'>-4-^;'J-^) 7x^M - 

N' - (4-7x;^->7x^) frU7 (5 0) 
6, 7-i>V h + >-4- (4-7;;7x; + i/) > (5 3mg) £ 
(3ml) fcJto&fcfl¥L*:&> 4-7x; + ->7x-Mv->7^-h 
(0. 2ml) Ztiaz^ 3 0£rHlJQmMMltLo g«£?oD*;UA/7-feh> 
(1 0/1) -^mmti'y^iJY^iJ^A^n^ bfyyt -K<fc!9*tS¥U ^ 
g©ftl£#>£5 5mg, JR$6 O^Tfffco 

1 H-NMR (CDC1„/CD,0D, 5 0 0MHz) : 6 4. 4 6 (s, 
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3H) , 4. 46 (s, 3H) , 6. 5 1 (m, 1 H) , 6. 9 8-7. 6 2 
(m, 1 5H) , 8. 4 0 (m, 1 H) 
Jtt£8?tt (FD-MS, m/z) :5 0 7 (M + ) 

H»J8 2 

N - (4-^y7nh°;l/7x_;t/) -N' - {4- [ (6, 7-->'^ h*->- 
4-*yj-;u) frU7 (5 1) 

6, 7-->7h + y-4- (4-7^ / 7x>^ + » > (5 lmg) £ 

Y)l^y (3ml) tCflDtt*»Lfc8U 4-^7^nt^7x-;WV->7^- 
h (0. 2ml) £Jd;U 2 6»«ii§«Lfco S2E£* n n.-M,A/7H? h 
> (1 0/1) TiMt*i"J*m5^^D7 h^77^ -KJ^ftSIU 
m&Oil&mZl Omg. iR^9 0%T"^c 

X H-NMR (CDgOD, 5 0 0MHz) : 5 1. 1 8 (d, J =6. 7H 
z, 6H) , 2. 8 2 (m, 1H), 3. 97 (s, 3H) , 4. 0 1 (s, 3 
H) , 6. 37 (d, J=5. 5Hz, 1 H) , 7. 04 (d, J=8. 5Hz, 
2H), 7. 11 (d, J=8. 5Hz, 2 H) , 7. 25 (d, J=8. 5H 
z, 2H), 7. 26 (s. 1H), 7. 38 (s, 1 H) , 7. 41 (d, J 
= 9. 2Hz, 2H), 7. 54 (s, 1 H) , 7. 82 (s, 1 H) , 8. 0 
3 (s, 1H), 8. 42 (d, J=5. 5Hz, 1 H) 

M£#tfr<I (FD-MS. m/z) :4 57 (M + ) 

5U60J8 3 

N- (4- MJ 7^o^^7x-;l/) — N' — {4 - [ (6, 7-*?*h 

\-*J \)-)V) 7x-;b) -71/7 (5 2) 

6, 7-v^y h*->-4- (4-7i;7x;+-» *J »J > (5 3mg) £ 
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h^x> (3ml) iztammmifzm, 4-MJ7;M-o^f-;U7*-;l,>fy-> 

7*-h (o. 2mi) ztQA., i ofimuQimmitzo Vr&iTZtzm&zm 

1 H-NMR (CDC 1 5 0 0MHz) : 6 4. 0 5 (s, 3H) , 

4. 05 (s, 3H), 6. 52 (d. J=5. 5Hz, 1 H) , 7. 18 (d, 

J=9. 2Hz, 2H), 7. 36 (s, 1 H) , 7. 56 (s, 1 H) , 

7. 59 (d, J=8. 6Hz. 2H), 7. 62 (d. J=8. 6Hz, 2H) 
, 7. 63 (s, 1H), 8. 40 (d, J=5. 5Hz, 1 H) 
K»##H£ (FD-MS, m/z) :4 8 3 (M + ) 

mmm8 4 

N- (4-n-7~f;^x-;b) — N' - {2- [ (6, 7-vM h*v/-4 
-*y UAQ 7x-Jb) 71^7 (14 7) 

fflV^(i^(i|Sl^[i$!|L^6, 7-^h**>-4- (2--ho7x; + i/) 
+ y U>^HJ(g^4 9<i:|Hl^{c«x;LT^^ 6. 7->7F + ->-4- (2- 
7^7x;+y) +y 'J> (56mg) £h;Ux> (3ml) {cJn^j^Lfc 
4-ii-7'f^7x^WV->7^-h (0. 2ml) fcflniU 3 O^Sn 
*USML^ 0 ^f£?nn*;UA/7-fe h> (10/1) T-Jgiat" -5 > U * W 

^Dvh/77^-iaois!u mmwt&toZA 5m g , jr^s o%t^ 0 

1 H-NMR (CDC 1 3 . 5 0 0MHz) .6 0. 8 9 (t, J =7. 3H 
z, 3H) , 1. 3 0 (m, 2H) , 1. 5 2 (m, 2H) , 2. 5 0 (m, 2 
H) . 3. 90 (s. 3H), 3. 93 (s, 3 H) , 6. 22 (d, J = 
4. 9Hz, 1H), 6. 87 (d, J = 7. 3Hz, 1 H) , 6. 96~ 
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7. 01 (m. 4H), 7. 15 (b r s, 1 H) , 7. 28-7. 31 (m, 
4H), 8. 12 (brs. 1 H) , 8. 26 (d, J=4. 9Hz, 1 H) , 

8. 58 (d, J=7. 9Hz, 1 H) 

(FD-MS, m/z) :47 1 (M + ) 



N- (4-n-yf;l/7x-^) -N' - {3- [ (6, 7- : J/ h*v-4 
-*JV)V) 7x-;l/) ^1/7 (9 1) 

HSfe^J4 8K:fcv^ 4-— hD7x;-;H:^T3-- ho7x;-^ 
ffll^{J^{i|l|^{cgiL/c6, 7-^ h*->-4- (3--hD7x; + -/) 
U>^^Sfe^J4 9i|n|^Jcil7nLTm7t. 6. 7-y^ + ->-4- (3- 
7^ 7 7x7 + -» *J U > (5 lmg) £ r-;bx> (3ml) KSn&igft?!,*: 
4-n-7-f^7xzMvm-h (0. 2ml) 5 OftfStiU 

Ifeil^L/Co SS2I£?an*;l,A/7-tr h> (10/1) TJgBit* '> U rt^U 
^07^77^ -KJ^fifSSU m^<^i ] C^m^2 6mg. iR^3 2%T"^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :S0. 89 (t, J = 7. 3H 
z, 3H). 1. 3 0 (m, 2H), 1. 5 2 (m, 2H), 2. 5 1 (m, 2 
H) , 3. 95 (s, 1H), 4. 00 (s, 1 H) , 6. 49 (d, J=5. 
5Hz, 1H), 6. 81 (d, J=8. 0Hz, 1 H) , 7. 04 (d, J = 
7. 9Hz, 2H), 7. 21-7. 30 (m, 5 H) , 7. 37 (s, 1 H) , 

7. 51 (s, 1H), 7. 84 (brs, 1 H) , 8. 24 (brs, 1 H) , 

8. 43 (d, J=4. 9Hz, 1 H) 
H*£tfHS (FD-MS, m/z) :47 1 (M + ) 
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HWJ8 6 

N-n-T^b-N' -{4- [(6, 7 - ; s / h 4 ;U) 
•>] 7x-;U} frl/7 (13 9) 

6, 7-5>y h*->-4- (4-7;;7x; + -» +y <J > (5 lmg) * 
h;Ux> (3ml) KM&fgJBLfcgU n-yfMvm-h (0. 2ml) 
£Jn;i> 1 4^TO1»jS«EL^o SI*?nn*W7th> (10/1) t? 

mmtz •> «j *y;^D7i> -nj: u mmmt&toz 3 1 m g , 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 0. 9 3 (t, J = 7. 3H 
z, 3H) , 1. 3 7 (m, 2H) , 1. 5 3 (m, 2H) , 3. 2 8 (m, 2 
H) , 4. 04 (s, 3H), 4. 04 (s, 3H), 5. 04 (b r s, 1 H) 
, 6. 44 (d, J=5. 5Hz, 1 H) , 6. 98 (b r s. 1 H) . 7. 1 
1 (d. J = 9. 2 Hz. 2H) , 7. 4 1 (s, 1 H) , 7. 4 3 (d, J = 
9. 2Hz, 2H), 7. 55 (s, 1 H) , 8. 46 (d, J = 4. 9Hz, 
1H) 

Kft£tf?M (FD-MS, m/z) :3 9 5 (M + ) 

N- {4- [ (6, Y*v-4 Z ±J_ 'J;lQ 7x-^} - 

(4-h'J7^to^f/l/7x-;l/) *Jl#3-V-i K (15 7) 

6, 7-v>V h + v/-4- (4-7;;7z;*i/) *y U > (5 3mg) <h 
rU!RS(D4- MJ7;M-oy* (1 02mg) £N. N-i^^;U* 

;UA7$ K (3ml) lcjgJ|¥L*:&> l-x^;u-3- (3* -v>V*;b7S/ 
T-nfc*^) *;U#S?-T5 K&lfett (10 2mg) SfiCT 1 4B#Ra!JI# 

Lfc 0 KJS«^*7K£ffl«**;l'-e£IiU »Kxf-^«l*t»ft*!i*T?*» 
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X H-NMR (CDClg. 5 0 0MHz) : <5 4. 0 4 (s, 3 H) , 4. 
0 5 (s, 3H) , 6. 4 8 (d, J =4. 9 Hz, 1 H) . 7. 2 2 (d, J 
= 8. 5Hz, 2H), 7. 41 (s, 1 H) , 7. 55 (s, 1 H) , 7. 7 
6 (d, J=8. 5Hz. 2H), 7. 76 (d. J=8. 6Hz, 2 H) , 8. 
02 (d. J=7. 9Hz, 2H), 8. 13 (b r s, 1H), 8. 49 (d. 
J=5. 5Hz, 1H) 

KSftfttt (FD-MS, m/z) :4 6 8 (M + ) 

n»j8 8 

N- {4- [ (6, 7--?y h4-»>-4 - */U;lQ 7 x_;U) - 

(4->^n^->^7x-;l/) £^U£frjJ K (15 8) 
6. 7 -i?/ h**>-4- (4-7^7x; + -» +;'JX52mg) £ 
mBR D D p©4-^^a^+v/;U^m#®5 (109mg) *N, N-i?>fA*^ 
7;K(3ral) «Lfct> 1 -xfjU- 3 - (3' ->7W;^d 
a^tfSM = m&& (HOmg) £tDx.^ ^.Uizxi 4B#Fh1«#L*: 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 5-1. 86 (m, 
10H), 2. 55 (m, 1 H) , 4. 01 (s. 3H), 4. 03 (s, 3H) 
, 6. 46 (d, J=5. 5Hz, 1 H) , 7. 16 (d, J=8. 5Hz, 2 
H) . 7. 27 (d, J=7. 9Hz, 2 H) , 7. 39 (s, 1 H) . 
7. 55 (s, 1H), 7. 75 (d, J=9. 2Hz, 2H), 7. 83 (d, 
J=8. 6Hz, 2H), 8. 46 (d, J=5. 5Hz, 1 H) 
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9 7 

fflt#tfftt (FD-MS. m/z) :4 8 2 (M + ) 
HWJ89 

N- {3- [ (6, l-'J* 'J;U) 7x_;H - 

(4- t -7^;l7x-;b) ftjlg^gj K (15 9) 

6, 7- : J/ h + i/-4- (3-7;;7x; + y) +y <J > (5 4mg) «h 
miRS® 4 - t - -?1-)V£mmWL (10 2mg) £N. N-5*y*;M*;UA7 5 
K (3ml) i:MLt^ l-x*;U-3- (3' - f-;U7 $ J?u t'fr) 
ij)WJ4 I K&Bg (106mg) *to;U MfcT6BttfflW*Lfc|fc 
W5 1iPI«OiimcJ;oT»lSiU »fb^2 9ra g> J«3 5%T1# 

1 H-NMR (CDCl 3 . 500MHz) : 6 1. 34 (s, 9H), 
4. 01 (s, 3H), 4. 04 (s, 3H) , 6. 55 (d, J=4. 9Hz, 
1H), 6. 97 (d, J = 7. 3Hz, 1 H) . 7. 29-7. 68 (m, 7 
H) , 7. 85 (d, J=7. 9Hz, 2H) , 8. 48 (d, J=4. 9Hz, 
1H) , 8. 5 9 (brs, 1 H) 

Bt»#fI(FD-MS, m/z) :45 6 (M + ) 

H»J9 0 

N- {3- [ (6, h*i/-4-*7 »J;lQ 7x-M - (4 

- t -yf;l>7x-;l/) ^Mfj^J K (16 0) 

6. 7-i?/ h + i/-4- (3-T ;7 7i;W) *y 'J > (6 2mg) 
t miSS© 4 - t - 7 *)l&Mmm ( 1 0 9 m g ) £ N, N - *J / A 7 

S K (3ml) icfcjSLrti&x l-xf\fU-3- (3' -^f^T^T'Db' 

)V) xjitfuj i mmm. (i 1 2m g ) zmz.. isi:t2 s^raaj^L^ 



WO 97/17329 



98 



PCT/JP96/03229 



* H-NMR (CDClj, 5 0 0MHz) : 5 1. 3 1 (s, 9 H) , 4. 
00 (s, 3H), 4. 01 (s, 3H), 6. 83 (d. J=4. 9Hz, 1 
H) , 7. 2 0-7. 9 9 (m. 9 H) , 8. 0 6 (m, 1 H) , 8. 3 9 (d, 
J = 4. 9Hz, 1H) . 8. 60 (b r s. 1 H) 

M##rtt (FD-MS, m/z) :4 7 2 (M + ) 

mmms i 

N — {4- [ (6, 7-vV h*->-4-*y »J;U) f*] 7^->>U} - (4 
-7*)l7*-)i) K (16 1) 

6, h*i/-4- (4-7;77x;+-» +y 'J > (62mg) i 

mas D c 2.o4-yf-^m§g? ao4mg) s-n, n- -^>f^M7 5 k 

(3ml) i:»j|?L^ l-xf-jU-3- (3' -V/f-ArT iJ-faVA,) 
rt^tfSM $ KJggtfg (1 1 7mg) MKT 2 1 NrlSMH* L H 

»W5 l£E«©JiffrcJ:oTf*WU ii®{k»2 1mg, TO22%T 

1 H-NMR (CDClg, 500 MHz) :5 0. 94 (t, J =7. 3H 
z, 3H) , 1. 38 (m, 2H) , 1. 63 (m, 2H) , 2. 69 (t, J 
= 7. 9Hz, 2H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 
6. 72 (d. J=4. 9Hz, 1 H) , 7. 30 (d, J=7. 9Hz, 2 H) 
, 7. 39 (s. 1H), 7. 42 (s, 1 H) , 7. 57 (d, J = 8. 5H 
z, 2H) , 7. 7 8 (d, J = 8. 5 Hz, 2 H) , 7. 8 1 (d. J = 7. 
9Hz, 2H), 8. 08 (s. 1H), 8. 42 (d. J = 5. 5Hz, 1 H) 

Matffffi (FD-MS, m/z) :4 72 (M + ) 
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HWJ9 2 

N- {4- [ (6, lsz21 h*'>-4-*7lW 7x-;H - 

N' - (4-/^;Uf-a--7;t-;t/) OUT (16 3) 

6. h*v/-4- (4-7i;7i; + -» +;>J> (5 3mg) £ 

h;Ux> (3ml) izmimmLti^ 4-yf;W7 i -Hvm-F 
(0. 2ml) ^Jd^ StifflmmMfaliZo m&lTZtz&gkZmiU bJl 
x >T-^-f -5 C t lz ct t) mm<Dlt&®Z 6 2 m g . Um 7 6 %T1#^ 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 2. 44 (s, 3H), 
3. 94 (s, 3H), 3. 95 (s, 3H) , 6. 44 (d, J=4. 9Hz, 
1H), 7. 19 (d, J = 9. 2Hz, 2 H) , 7. 23 (d, J=8. 5H 
z, 2H) , 7. 3 8 (s. 1H) , 7. 4 4 (d, J =9. 2 Hz, 2 H) , 
7. 52 (s, 1H), 7. 58 (d, J = 8. 6Hz, 2 H) , 8. 46 (d, 
J=4. 9Hz, 1H), 8. 70 (s, 1H) , 8. 79 (s, 1 H) 

fi^tfrl (FD-MS, m/z) :46 1 (M + ) 

HJ60J9 3 

N — (3-^h*->a>>b;K-;U7x-;l/) -N' - {4- [ (6, 
^>-4-*7 U;U) t±j/\ (16 4) 

6, 7-v?y Y* : s-A- (4-7i;7xy + -» > (5 3mg) £ 

MUx> (5ml) JCJD^JS?L^> 3-ih + ->*^f^7x^;Wv-> 
7*-h (2 8 4mg) Z1iaz-, lftr£UjaM&ffi.ltz 0 g££?no*;UA/7 
* h> (1 0/1) «n->'MW7A^D7 h^77>r -izxvmm 
U »fh^l8mg, 1R$2 0%T'^7t o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 61. 3 8 (m, 3H) , 
3. 98 (s, 3H), 4. 05 (s, 3H), 4. 35 (m, 2H) , 6. 4 
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5 (d. J=5. 5Hz, 1H), 7. 12 (d, J=9. 2Hz, 2H), 
7. 40 (s, 1H), 7. 47 (d, J=9. 2Hz, 2H), 7. 47 (d, 
J=8. 6Hz, 2H), 7. 58 (s. 1 H) , 7. 96 (d, J = 9. 2H 
z, 2H) . 8. 0 5 (s. 1H) , 8. 1 7 (s, 1 H) , 8. 4 7 (d, J 
= 5. 5Hz, 1H) 
Jtt#*HI (FD-MS, m/z) :48 7 (M + ) 

HJ60J9 4 

N- (4-^DD7x-;l/) -N / - {4- [ (6, l_z21 H**>~4-4- 
y U;lQ t^r->] 7x-^} (16 5) 

6, 7->M h + ^-4- (4-7i;7x;+-» +y; > (5 2mg) £ 
h;bx> (5ml) izmfmmttz^ 4-^DD7i-;Wvm-h 
(0. 2ml)^Jjnx., l^JD^«»EL^o WlBLT*fc|gli*ilWU 
x >T'25fe^5 CiCiO 4 3 m g , 5 5 

1 H-NMR (DMSO-dg , 5 0 0MHz) :<53. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=9. 2Hz, 2H), 7. 32 (d, J=8. 5Hz, 2 H) , 7. 38 
(s, 1H). 7. 49 (d, J=9. 2Hz, 2H), 7. 51 (s, 1 H) , 
7. 58 (d, J=9. 2Hz, 2H), 8. 46 (d, J = 4. 9Hz, 1 H) 
, 8. 83 (brs, 1 H) , 8. 83 (brs, 1 H) 

SI^tfrKFD-MS, m/z) :44 9 (M+) , 45 1 (M + +2) 

HWJ9 5 

N- (2->fV^nb^7x^) -N' - (4- [ (6, 
A-*J*))l~) t^->] 7i-^l frU7(16 6) 



WO 97/17329 



1 0 1 



PCT/JP96/03229 



6, l-i?/ h**>-4- (4-7;;7x; + y) > (44mg) £ 

h^x> (5mi) izuafmmitim, 2-fv^oh^7x^wvm- 

h (0\ 2ml) Ztiax., 80»iSIL/: o n n*;UA/7-t? h 

> (i o/i) Tjg^-r5->'j^y^7A^Dvh^7>f-(Cck«9iit®{L. 

^©<fc&#l£ 1 4 m g . 2 0 %T1#^ 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 1. 2 1 (m. 6 H) , 

3. 21 (m, 1H), 4. 04 (s, 3H). 4. 04 (s, 3H), 

6. 4 2 (m, 1 H) , 6. 6 3 (m, 1H) , 7. 0 9-7. 5 5 (m, 11 
H) , 8. 4 6 (m, 1 H) 
mmmm (FD-MS, m/z) :45 7 (M + ) 

H»J9 6 

N- {4- [ (6, h^>-4-*V UJU) **v/] 7x-;b} - 

N' -7x_;b9U7 (1 6 7) 

6, 7- h + ^-4- (4-7^7i>+-» +7 U > (5 lmg) £ 
h;U^> (5ml) i:MMLfc|> 7x-MV->7^-h (0. 2ml) 
^tD^ 5 0^JUn^^LA:o glt^no^UA/T-fc^ (10/1) T 

jg&nt 5 -> >j # »f juj v a ? n -7 h ?y 7 4 - k ± k> mm. u mmoit&m 

2 lmg N iK^4 l%Z*mtz 0 
1 H-NMR (CDC lg , 5 0 0MHz) : 6 4. 04 (s, 3 H) , 

4. 0 4 (s, 3H), 6. 6 1 (m, 1 H) . 7. 05 (m, 1 H) . 7. 3 
6-7. 4 4 (m, 10H) , 7. 9 9 (s, 1 H) , 8. 3 1 (s, 1 H) , 
8. 3 6 (m, 1H) 

li^KFD-MS, m/z) :43 1 (M + ) 
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N- {4- [(6, 1-2/ Y±^zAz±Ll*L> £±21 7 Z 
N' - (2 -- h D7x-;U) 7U7 (168) 

6, h + i/-4- (4-7;;7x;*y) +7 >J > (8 3mg) * 

h;bx> (8ml) lztia!mMlti'&. 4--hD7x-;Kvm-h (3 
7 0 m g ) £}in;U 4 0 £MtnjRiE!fE L #r ib L T § ^HSr&lft U h ;Ux 
>T?«5fe»t5C:tU«k>)aiO<b^«l*5 8mg > iR$4 59ra#*io 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 9 5 (s, 3H) , 6. 4 6 (d, J =5. 5 Hz, 1 H) . 7. 2 2 (m, 
1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 7. 
5 1 (s. 1H) , 7. 6 2 (d, J =9. 2 Hz, 2 H) , 7. 7 1 (m, 1 
H) , 8. 11 (m, 1H) , 8. 3 1 (m, 1 H) , 8. 46 (d, J =5. 
5Hz, 1H), 9. 62 (s, 1 H) , 9. 96 (s, 1 H) 

OTfeMfflit (FD-MS. m/z) :4 6 0 (M + ) 

H»J9 8 

N— (2-7$ J 7*-)l) -N' - {4- [ (6, 1-2/ h*'>-4-* 
JJjU) 7x-;U} frl/7 (16 9) 

N- {4- [ (6, 1-2/ h + y-4-+;'J^) 7x-;H - 

N' - (2--ho7x-i) -)U7 (4 2mg) £N, N - 2/ f-;U*;l/A7 
$ K/llitxf-4, (12ml /6ml) K&JBU 2 0%7KStffc'<7 v>7 A -ft 

51 (7 0m g) zua^ *m?mm.Tg.UKTm®mftifco sita***^ 

Lfc„ *ET*»9£U »ft^3 9mg, W10 0«T»fc, 
* H-NMR (DMSO-d fi , 5 0 0MHz) :<53. 94 (s, 3 H) , 
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3. 9 5 (s, 3H) , 4. 77 (brs, 2H) , 6. 4 4 (d, J =5. 5 
Hz. 1H) , 6. 5 8 (m, 1 H) , 6. 7 5 (m, 1 H) , 6. 8 5 (m. 
1H) , 7. 18 (d, J=8. 5Hz, 2H), 7. 34 (m, 1 H) , 

7. 38 (s, 1H), 7. 52 (s, 1 H) , 7. 58 (d. J=9. 2Hz, 
2H) , 8. 29 (s, 1H), 8. 46 (d, J = 4. 9Hz, 1 H) , 

8. 9 2 (s, 1 H) 

mmftftm (fd-ms, m / Z ) : 430 cm + ) 

N- {4- [ (6, 7-vV b*i/-4-*J 'J ;U) 7x_;b} - 

N' - (3--ho7x-^) frUT (170) 

6, 7-vy h + ^-4- (4-7;;7iy + y) 'J > (83mg) £ 
h;l,i> (6ml) IwinJRigjSPLfc^ 3 h o 7 x-;M" V >7*- h 
(3 8 4mg) £Jn;l x 4 0»iSILt o nn*;bA/7-fe h > 

(1 0/1) TSHtS'> l J*m7A^D7 -fcJiDlltMU £ 

S0{b£$i£ 4 4 m g . 3 4 %T^/c 0 

H — NMR (DMSO-dg , 500 MHz) : 5 3. 99 (s, 3H), 

4. 04 (s, 3H). 6. 43 (d, J=4. 9Hz, 1 H) , 7. 10 (d, 
J = 9. 2Hz, 2H). 7. 38 (m, 2 H) , 7. 47 (d, J = 8. 6H 
z, 2H), 7. 57 (s, 1H), 7. 81 (m. 2 H) , 8. 19 (s, 1 
H) , 8. 31 (s, 1H), 8. 46 (d, J=4. 9Hz. 1 H) , 8. 5 
9 (s, 1H) 

ttSWm (FD-MS, m/z) : 4 6 0 (M + ) 
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m&mi o o 

N— {4 — [ (6, 7jz2A t^'>-4 zJLL 7x-i} - 

N' U7 (1 7 1) 

6, 7-5?* h**>-4- (4-7;/7x; + y) V > (5 lmg) £ 
h^x> (5ml) Kft]&f§ft?LfcSU ^^f-;l/-f vm - h (0. 2ml) 
£Jn;U 2NFl«l»D««»ELfeo &S£?nn*;l,A/7-t? h> (10/1) 

mg N TO 4 l^Tiifco 

1 H-NMR (CDC 1 3 , 5 0 0 MH z ) .5 0. 8 7 (m, 3 H) , 1. 
2 6-1. 3 0 (m, 1 OH) , 1. 5 3 (m. 2H) , 3. 2 7 (m, 2H) , 
4. 03 (s, 3H) , 4. 0 3 (s, 3 H) , 5. 0 4 (m, 1 H) , 6. 4 

4 (d, J=5. 5Hz, 1H), 6. 97 (s, 1 H) , 7. 10 (d. J = 
8. 6Hz, 2H), 7. 4 1 (s, 1 H) , 7. 42 (d, J=8. 6Hz, 
2H) , 7. 5 5 (s, 1H) , 8. 4 6 (d. J =4. 9 Hz, 1 H) 

SMKFD-MS, m/z) :45 1 (M + ) 

HW10 1 

N- (3-7;;7x^) -N / - {4- [ (6, h*->-4-* 
J !MQ *±jA 7 2±Z (17 2) 

N- {4- [(6, 7-^h*->-4-*;'iA)**->] 7*-^} - 
N' - (3--hD7i-^) 7U7 (2 8mg) £N, N-5>* f\rt/*;bA7 

5 h'/mtz-m (5 m 1/2. 5ml) HgJSU 2 0 %ft.Wtfk'*v Wl*- 
^ (9 7mg) Ztax., **£B«TSfifc:T3#M«#Lfco RJKtt«r-fe7 
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H — NMR (CDClg, 5 0 0MHz) :64. 0 2 (s, 3 H) , 
4. 03 (s, 3H), 6. 41 (m, 1 H) , 6. 41 (d, J=5. 5Hz, 
1H) , 6. 6 1 (m, 1H), 6. 9 0 (s, 1 H) , 7. 0 5 (m, 1 H) , 
7. 09 (d, J=8. 5Hz, 2 H) . 7. 40 (s, 1 H) , 7. 43 (m, 
1H), 7. 47 (d. J=8. 5Hz, 2 H) , 7. 55 (s, 1 H) , 8. 
03 (s, 1H), 8. 44 (d, J = 5. 5Hz, 1 H) 
WMfttfrtii (FD-MS, m/z) :4 3 0 (M + ) 

mmm 1 o 2 

N-7'J^-N' -{4- [(6, 7-^yh^y-4-^;'J^)t^->] 
yjL-M frpy (1 7 3) 

6, 7- vV h*->-4- (4-7^7x^» +7 'J > (5 Omg) £ 
N, N- vV^;b*;UAT^ K (5ml) lC^L^a> 7 »J ;U-f V >7*- h 
(0. 2ml) £Jo;i> 8 0°CT1 5^*n^«^L/Co S^KtR^Ji]*., ft 

Ki^;bT-2lHlMaiL^W^^ISfn^7K-e^L. ^tK^K^ h y ^t- 

smitzo %tB.Tmmz%i:L sM^DD-tW7th> ci o/n t- 

61mg, JR$9 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 9 0 (in, 2 H) , 

4. 03 (s, 3H) , 4. 03 (s, 3H), 5. 12 (d, J = 10. 4H 
z. 1H), 5. 23 (d, J = 1 7. 7Hz. 1 H) , 5. 62 (s, 1 H) , 

5. 8 8 (m, 1H) , 6. 4 1 (d, J =4. 9 Hz, 1 H) , 7. 0 8 (d. 
J=8. 5, 2H). 7. 39 (s, 1 H) , 7. 44 (d, J=8. 5Hz, 
2H). 7. 54 (s, 1H), 7. 75 (s, 1 H) , 8. 44 (d, J = 
5. 5Hz, 1H) 
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KS##Hi (FD-MS, m/z) :3 7 9 (M + ) 
1 0 3 

N- {4- [ (6, h*->-4-*y !MQ **'>3 7x_;U} - 

N' - Cl^±y±M 1LLZ CI 7 4) 

6, 7-vM h + ->-4- (4-7U7x; + y) *y 'J > (5 Omg) £ 
h;Ux> (5ml) i:Jn»L^i, 1 -^f-JM' V >7*- h (0. 2m 
1) Ztiaz., 2 0#P B W&£jfcL/^ &$£?oD*;l,A/7-t? h > (10/1) 

4 lmg. IR$5 2%Ti#fc 0 

1 H-NMR (DMSO-dg , 500 MHz) : 5 3. 95 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d. J =5. 5 Hz, 1 H) , 7. 2 1 (d, 
J=9. 2Hz, 2H) , 7. 38 (s, 1 H) , 7. 48~7. 65 (m, 7 
H) , 7. 92-8. 15 (m, 3H), 8. 46 (d. J=4. 9Hz, 1 H) 
, 8. 80 (s, 1H) , 9. 20 (s, 1 H) 

(FD-MS, m/z) :46 5 (M + ) 

Hfil^J10 4 

N - (2-lf'7x-;b) -N / - {4- [ (6, T_z2£ t±2nA Z±l '1 
)V) 7x-M frU7 (17 5) 

6, 7-^F + ->-4 - (4-7;;7x; + -» +7 >J > (5 2mg) * 
h^x.> (5ml) KtoS&fctfLfcBU 2-k'7i^Mvm-h (0. 2 
ml) £2)n;U 3 O^HJDlWBflELfco V> (10/ 

^56mg, iR¥6 4%T»fco 
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H-NMR (CDClg, 500 MHz) : 6 3. 97 (s. 3H), 
4. 04 (s, 3H), 6. 35 (d, J = 5. 5Hz, 1 H) , 6. 96 (s, 
1H), 7. 40 (d, J=9. 2Hz, 2 H) , 7. 14-7. 39 (m. 

I 1H) , 7. 5 4 (s, 1H) , 7. 8 9 (b r s, 1 H) , 8. 0 8 (d, 
J=8. 6Hz, 1H), 8. 33 (d, J=5. 5Hz, 1 H) 

JMbWrH (FD-MS. m/z) :49 1 (M + ) 

$mmi 0 5 

N - (4-^^;u-7^-;u) -N' - {4- [ (6, l-'J* h*->-4-* 
j^vj 7i^) frU7 (18 8) 

6, 7-v^ h**>-4- (4-7^7x; + -» +>'J> (5 lmg) £ 
h;Ux> (5ml) ICJOML^I, 4-xf A7*iMvm-h 
(0. 2ml) fcftiiU 9 0^HJDJlMB«ELfco no*X,A/7-fe h> 

(1 0/1) TfaH-r*'>'J*^*5A^ov -K«fc«3f«SaU $ 

4 2rag,iK$5 6 %T-^fc 0 

1 H-NMR (CDClj, 5 0 0MHz) : dl. 18 (m, 3 H) , 2. 
5 8 (m, 2H) . 3. 9 9 (s, 3H) , 4. 0 2 (s, 3 H) . 6. 3 9 
(d, J = 5. 5Hz, 1H), 7. 07 (d, J=9. 2Hz, 2 H) , 7. 

II (d, J=7. 9Hz, 2H), 7. 25 (d. J = 8. 5Hz, 2 H) , 
7. 4 0 (s, 1H) , 7. 4 2 (d, J = 8. 5 Hz, 2 H) , 7. 5 5 (s, 
1H), 7. 60 (s, 1H), 7. 81 (s, 1 H) . 8. 43 (d, J=4. 
9Hz, 1H) 

M##HI(FD-MS, m/z) :44 3 (M + ) 
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mmm 1 o 6 

N-O-AOU-N' - {4- [(6, >- 4 IUU) #4- 

:/] 7x-;U} frU7 (18 9) 

6, 7-->V h + «>-4- (4-7;;7x; + y) *7 D > (5 2mg) £ 
h;U^> (5ml) t:MML^^>v^^H'7y7^-h (0. 2ml) 
£fln*., 5 O^PM&ilfttLfco h> (10/1) T* 

i lmg. wmi 

1 H-NMR (CDClg, 500 MHz) : <5 4. 06 (s, 3H), 4. 

07 (s, 3H), 6. 49 (d, J=4. 9Hz. 1 H) . 7. 20 (d, J 
= 9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (m, 2 H) , 7. 5 

8 (s, 1H), 7. 65 (m, 1 H) , 7. 71 (d, J=9. 2Hz, 2H) 
, 8. 04 (d, J=7. 9Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 1 
H) , 9. 53 (s, 1H) , 11. 04 (s, 1 H) 

MmftVrm (FD-MS, m/z) :4 4 3 (M + ) 

mmm 107 

N-xh^y^;Uf-^-N' - {4- [(6, 7 - y > Hr->-4 
40 7x_;U} frl/7 (19 0) 

6, 7-vV h*>-4 - (4-7;;7x; + y) +7 'J > (5 2mg) £ 
(5ml) CMMLfc^ xh + y^^Wvm-F 
(0. 2ml)a^ 1 5»iSILfco &Jc£?na*^A/7-t? h> 
(1 0/1) T«a*<5$/'J*Y^*7A*D-7 ^77^ -fc-kOfclilU S 
m<D4t&m2 Omg, JR35 2 8%Tlifco 

1 H-NMR (CDCL. 500 MHz) : 5 1. 37 (t. J = 7. 3H 
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z. 3H), 4. 10 (s, 3H), 4. 17 (s, 3H), 4. 31 (q, J 
= 7. 3Hz, 2H) , 6. 7 0 (d, J =6. 1H z, 1 H) , 7. 2 0 (d, 
J =8. 6 Hz, 2H) , 7. 64 (s, 1 H) , 7. 7 2 (d, J =9. 2H 
z. 2H), 8. 12 (s, 1H), 8. 50 (d, J = 6. 7Hz, 1 H) , 
10. 0 8 (s, 1 H) 
M£flfll (FD-MS, m/z) :411 (M + ) 

mmm 1 o 8 

N- {4- [ (6, l-'Jjf Y*v-4-*J UjOQ 7x£jj - 

N' - (2-yf^7x-;l/) >)l/7 (5 6) 

6, h*f>-4- (4-7;77x; + -» *7 U > (5 lmg) * 

WUx> (5ml) i:Mi§iL^ 2-^f*7xiMV'>7*-h 
(0. 2ml)«-Jp^. x 1 5»IIILfco §1^^ oD*M/7t F > 

(i o/i) T?aH+«->u*y>u*7A^PTh^5 7^-fcj:i)*iiiiu * 

moit&m* 6 1 m g . 8 2 %Ti#fco 

* H-NMR (CDClg, 5 0 0MHz) : <5 2. 2 0 (s, 3H) , 4. 
00 (s, 3H), 4. 03 (s, 3H), 4. 31 (q, J=7. 3Hz, 
2H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 0 5-7. 2 0 (m, 6 
H) , 7. 39 (s, 1H), 7. 42 (d, J=8. 5Hz, 2 H) , 7. 5 
5 (s, 1H), 7. 60 (d, J = 7. 9Hz, 2 H) , 7. 80 (s, 1 H) 
, 8. 4 5 (d, J =5. 5Hz, 1 H) 

M#flH6 (FD-MS, m/z) :4 2 9 (M + ) 
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mmm i o 9 

N- {4- [ (6, l- : Ji h^->-4-4;'J;l/) 7x-;H - 

N' - (3-yf^7x-;l^) (5 5) 

6, h + v/-4 - (4-7;;7i; + -» +yj> (5 lmg) * 

h;Ux> (5ml) mJna*JI¥Lrt:SL 3 f^7x-M yi/7*- h 
(0. 2ml) 1 5ft®tiammViltZo SS*?oo*;l/V7t h> 

(1 0/1) «n->'J*™7A^D7 -{w«fct)flS!U ^ 

1 H-NMR (CDClg, 500MHz) : 6 2. 3 2 (s, 3H), 
4. 02 (s, 3H), 4. 04 (s, 3 H) . 6. 43 (d, J=5. 5Hz, 
1H), 6. 93 (d, J=7. 3Hz, 1 H) , 7. 10-7. 22 (m, 6 
H) , 7. 41 (s, 1H), 7. 44~7. 47 (m, 3 H) . 7. 56 (s, 
1H) , 8. 4 6 (d, J =5. 5Hz, 1 H) 

liMI (FD-MS, m/z) :4 2 9 (M + ) 

mm 1 1 o 

N — (2-7;^n7x-;b) -N' - {4- [ (6, 1- : J* b*'s-4- 
±2JJ£ **is] 7x-M frU7 (6 0) 

6, h*->-4- (4-7U7x; + -» +;'J> (5 lmg) £ 

h;l/i> (5ml) KflnatogjWLfcSU 2-7Wn7x^;M V ^7*- h 
(0. 2ml)«, 15£NUnlR9»Lfco ft*** nosM,A/7-tr h > 
(1 0/1) -eiPin^'JAW^A^D? h/77^ -fc:«fc&»Si!U * 
S©<fc£$l£ 54mg, «$73 %T'^/c 0 

1 H-NMR (CDClg, 5 OOMHz) : 5 4. 0 1 (s. 3 H) , 
4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 1 H) . 6. 97- 
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7. 0 4 (m. 2H) , 7. 10-7. 1 2 (m, 3 H) , 7. 4 2 (s, 1 H) 
, 7. 4 9 (d, J =9. 2 Hz, 2H) , 7. 5 7 (s. 1 H) , 7. 7 3 
(s, 1H) . 8. 17 (m. 1H) , 8. 35 (s. 1 H) , 8. 48 (d, 
J=5. 5Hz, 1H) 
KB£tfr*S (FD-MS. m/z) :4 3 3 (M + ) 

HWJl 1 1 

n — {4 - [ (6, Izl21 h*->-4-*y iw - 

N' (1 9 4) 

6. 7-v^ h4-v/-4- (4-7i;7i;4-» +;'J> (5 4m g) £ 
N, N--;yf;l,7t^7; K (3ml) <ci&&?L/c&. zfa t'JlJ 7 <>7* 
-h (0. 2ml) £Jd*. 8 0 VT 2 4 B#Rgiin&«# L fz a KfofoKfrZljaX-, 

T*&*lfc 0 $ET&&£S£L g»E**cio*;i,A/7-t?h> (10/1) 

5 9mg N |R$8 4%Tl§fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 0. 9 3 (m, 3 H) , 
1. 5 5 (m, 2H), 3. 2 4 (m, 2H), 4. 0 2 (s, 3 H) , 
4. 02 (s, 3H), 5. 47 (t, J=5. 5Hz, 1 H) , 6. 41 (d, 
J =4. 9 Hz, 1H) , 7. 0 8 (d, J =8. 5 Hz, 2 H) , 7. 3 9 

(s, 1H), 7. 43 (d. J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
7. 60 (brs, 1H), 8. 44 (d, J=5. 5Hz, 1 H) 

M##HI (FD-MS, m/z) :38 1 (M + ) 
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nmmi i 2 

N - {4- [(6, 7-?/ h*->-4-*7 'J AO 7x-il) - 

N' - (4-7x-i^M-^7x^il/) 71/7 (19 5) 

6, 7-v>> h*->-4- (4-7U7i; + y) +y «J > (5 4mg) £ 
h;bx> (5ml) IcJBiRU h'J7**y> (53mg) £fln;u 2 0£Hfc] 
fKtfHftLfco KJ&*lc4-7 WO'/^x,/ > (85mg) £Jn*^ 1 B$FbWd 

»E£S±U g|lt£*nn*;UA/7-fe h > (10/1) TJg&rr* •> 'J 
*7A?D7h/77>f -IwiOfffiKU »BO<b^«5«:l 9mg, JR^2 1% 

1 H-NMR (CDC1 3 , 500 MHz) :<54. 01 (s, 3H), 

4. 0 4 (s, 3H) , 6. 4 4 (d, J =4. 9 Hz, 1 H) , 7. 1 2 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 4 6-7. 8 0 (m, 

1 2H) , 8. 1 4 (s, 1H) , 8. 3 0 (s, 1 H) , 8. 4 7 (d, J = 

5. 5Hz, 1H) 

(FD-MS, m/z) :519 (M + ) 

mmm 1 1 3 

N-^*y/;U-N' - {4- [(6, 7->J* Y*i/-A-*; jMQ 
7x£jj 71/7 (19 6) 

6, 7-v?y h + v-4- (4-7U7x;+-» *J U > (5 2mg) £ 
N, N-y7f-;l/7*;l/A7; K (3ml) »cj*S?L^ft> ^'>MVi/7* 
-h (0. 2ml) £Jd;L> 6 OtTl 5 i*MtaJIMt# L fco RlCtttCTk**^ 
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t?9a*Lfc 0 «ET«»*e*Lx 8t4^op^V7th> (10/1) 

6 3mg N iR^8 4%TmtZo 
X H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 0. 8 5 (m, 3H) , 

1. 25-1. 47 (m, 6H), 1. 50 (m, 2 H) , 3. 26 (q, d = 
6. 7Hz, 2H), 4. 02 (s. 3H), 4. 02 (s, 3H), 5. 68 

(brs, 1H), 6. 40 (d, J=5. 5Hz, 1 H) , 7. 07 (d, J 
= 9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 44 (d. J=9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 94 (s, 1 H) , 8. 43 (d, J=4. 
9 Hz, 1H) 

KM&Vm (FD-MS, m/z) :4 2 3 (M + ) 

nmm 1 1 4 

N- (5-Y>^-;l) N / - {4- [ (6, 7->*y h*s/-4-*y u 
7x-;b} -71/7 (19 7) 

6, 7-s?y h*->-4- (4-7$ y 7xy + •» *;■;> (5img)* 

(5ml) fcSSJU h'J7t^> (54mg) ^rjnx.. 1 
&SML/c 0 Rlt3tlw4-T$y-r>^> (3 6mg) £Jc;U 3 6^RBAMUi 
ML /Co RJfittKflat***- h 'J ->A*»M[*Jd>L^ ft»if^^2lEll4ajLfc 

9*U &£&9uu*)\,i*/T*\>> (10/1) T?HWI"r5S/y*y;U*7 
^707h/77^ -K<k*mgJU mmnit&yi&l 3mg. JR*1 6%Ti# 

1 H-NMR (CDC lg , 5 0 0MHz) : <5 2. 0 4 (m, 2H) , 

2. 82-2. 8 6 (m, 4H), 4. 01 (s, 3 H) , 4. 03 (s, 3H) 



WO 97/17329 



1 1 4 



PCT/JP96/03229 



. 6. 40 (d, J=5. 5Hz, 1 H) , 7. 03 (m, 1 H) , 7. 08 
(d. J=8. 5Hz, 2H), 7. 13 (m, 1 H) , 7. 32 (s, 1 H) , 

7. 40-7. 57 (m, 6H), 8. 44 (d. J=4. 9Hz, 1 H) 
M##?fit (FD-MS, m/z) :4 5 5 (M + ) 

fUfc0»J 1 1 5 

N- (3, A-V* h^->7x^) - N' - {4- [ (6, h*-> 
-4-^7 jjjb) 7x-^} -)U7 (19 8) 

3, h + v/T-'J > (4 2mg) £h;l>i> (5ml) lc»f?U h 

•J * X y > ( 2 4 m g ) £ flu;U 2 2 £HAlfttildit L fz 0 KJ&mz 6 , 7 - f J* 
h + i/-4- (4-7i;7x> + i/) +y 'J > (5 lmg) (5 2 m g) £Jn 

Lfc 0 «ET8«£e£U K££*no*;UA/7* b > (10/1) Tjg^ 
t5'>'J*W7^^o7 ^77^ -lwJ;t>ffi«!U mm<D<t&Vl£l 5m 
g> «K$1 8%T^fc 0 

^ H — NMR (CDC1 3 , 500 MHz) : (5 3. 84 (s, 3H), 
3. 85 (s, 3H) , 4. 01 (s, 3H) , 4. 04 (s, 3H) , 

6. 43 (d. J=4. 9Hz, 1 H) , 6. 7 5-6. 8 0 (m. 2 H) , 

7. 10 (d, J=9. 2Hz, 2H), 7. 16 (s, 1 H) , 7. 38 (s, 
1H), 7. 41 (s, 1H), 7. 45 (d, J=8. 5Hz, 2H), 7. 
56 (s, 1H), 7. 59 (s, 1 H) , 8. 46 (d, J=4. 9Hz, 1 

®S##r<t (FD-MS, m/z) :4 7 5 (M + ) 
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mmm i i 6 

N— (3, 4-xfl/>yt^->7x-^) -N' - {4- [(6, 
h^>>-4-^y D;U) 7x-;U} (199) 

3, 4-x^U>>>**v'7xg > (8 0mg) £ h;Ux> (5ml) 
U h'Jxf^7;> (0. 5m 1) h 'J*Xf> (5 Omg) £fln 

lB#F B m^iS^L^o S^lw6, 7-^n + ->-4- (4 -7;;7x 
7 U > (5 2mg) £Sn;L> 1 0 O^m^ii^L^o SfcftJCgtg 

*)\,i*/t*v> (lo/i) -e®pgi-S'>'j^y^^7A^n-7 

lw «fc »3 Ln 6 2 m g N 7 4 %Tf#7t 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 

3. 94 (s, 3H), 4. 19-4. 21 (m, 4 H) , 6. 43 (d, J = 

4. 9Hz, 1H), 6. 74-6. 78 (m, 2H), 7. 09 (s, 1 H) , 
7. 17 (d. J=9. 2Hz, 2H), 7. 37 (s, 1 H) , 7. 51 (s, 
1H), 7. 56 (d, J=8. 5Hz, 2 H) , 8. 45 (d, J=4. 9H 
z, 1H), 8. 47 (s, 1H), 8. 69 (s, 1 H) 

Jtt#*rtt (FD-MS, m/z) :4 7 3 (M + ) 

fUlfll 1 1 7 

N-y^;b-N- {4- [ (6, 7-^ h*->-4-*7 'J;lQ *±i£ y 
-N' - (4-y h^->7x-;U) 2ilZ (2 0 0) 

fc7kH«K0. 2 7ml) (0. 1 3m 1 ) frljQz.^ 6 0VT2mfflm 

WSLftltZo SJfc&ICr h5t Kd75> (8ml) fc&#Lrt:6, h 
+ ->-4- (4-7;y7x; + -» +y D > (3 0 3mg) *JQ;L N g&tCT 
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4 5#raiI#lfco RJCttCtttlfcWR^hy^ATK****^ #»if-JU"C2 

ff~FJgttte®±U ME£*nn*;UA/7-fe h> (10/1) "egM*-* •> 'J 
*W7A^D7 -lcJ;t>*fS!!U 6. 7-vV h + *>-4- (4 

-*;l/;^7;y7 i ; + i') +7 U 3 2 7 m g'fffc 0 
C©6, 7-->V h + (4-tWl/OI/7i y7i; + -» *y 'J > 

(3 1 7mg) ^fh7k F'd77> (9m 1) KfcJBU 7Km{b7;U^-^A 
U?"7A (18 1mg) &JQ;U MSl-T2B#P^a#L/Co 5*Sjfticig{b7>* 

-feh> (10/1) tSI3t5v"J*W7Ai'D7 h/77-r -H«kt)fll3 
U 6, 7- -J/ h ^ > — 4 — (4-^f^7;;7x;+-» *y U >£2 3 
9mg'(|fc 0 

CO 6, 7-5*y h**>-4- (4-yf-^75 77x7 + ^) +yj > (4 
9mg) ZbJlx.y (5ml) fcflnl»&Ji¥ L 4-> h + ^7x-;K7y 

7^-h (o. 2mi) ztiaz.^ 1 2mmuamM^titio 

7* h> (i o/i) TS§g-rs>";*y^*7A^D^ b^*57>r-ic«kt)fg 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 3 8 (s, 3H) , 
3. 77 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3 H) , 

6. 14 (brs, 1H), 6. 59 (d, J=5. 5Hz, 1 H) , 6. 82 
(d, J=9. 2Hz, 2H), 7. 21 (d, J=9. 2Hz, 2H), 

7. 29 (d, J=9. 2Hz, 2H), 7. 44 (d, J = 8. 6Hz, 2 H) 
, 7. 45 (s, 1H), 7. 52 (s, 1 H) , 8. 55 (d, J = 5. 5H 
z, 1H) 
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1 1 7 

Si»#rfi (FD-MS. m/z) :4 59 (M + ) 

mmmi i 8 

N-7 ^;U-N-7x_;U-N' - {4- [(6, 7 - ->7 h*->- 4 -*7 
'J AO **yj 7i-i} gj/7 (2 0 1) 

6, 7->>'7 h + v/-4- (4 -7 5 7 7x7 + •» *7 >J > (7 2mg) * 
(7ml) tzBffiL HJ**y> (5 2mg) £fiD;Ls 3^^Mil 
ILfco S^i:N-^W-'J>(0. 05ml) £fln;U lNrMAnffitj|% 

£u aat^^oo*;uA/7* h> (lo/i) T-sra-ra^u^y^^A 

1 H-NMR (CDClg, 5 0 0MHz) : 6 3. 37 (s, 3H), 
4. 04 (s, 3H), 4. 04 (s, 3 H) , 6. 32 (b r s, 1 H) , 
6. 41 (d, J=4. 9Hz, 1H), 7. 07 (d, J=9. 2Hz, 2H) 
. 7. 37~7. 53 (m. 8H), 7. 54 (s, 1 H) , 8. 45 (d, J 
= 5. 5Hz, 1H) 

M£#ftt (FD-MS, m/z) :4 2 9 (M + ) 

mmm 119 

N-^fjb-N- (4-7 h^-/7x-;l) -N' -7^;U-N' - (4 - 
[(6, 7-^nt->-4-t;'JJb) 7x-M frU7 (2 0 2) 

N- (4-7 h + ->7x-;b) -N' - {4- [ (6, 7-^7 h*i/-4- 
*7'J ;10 7x-;H -7U7 (9 9mg) £N. N- i?7 ^;U*JUA7 

S K (3ml) Kfc#U **fb* h 'JW (4 2mg) £flD;i> SzgKT2 0 
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£W»#Lfc&3*i'l:yf-;U (0. 0 3ml) ZtiaZ., Hffi£Tll$Hffll#Lfco 

$£?on*jUA/7-fe b> (10/1) TJgBlit £ > l» ? □ v h 

1 H-NMR (CDClg, 5 0 0MHz) : 6 3. 2 3 (s, 3 H) , 

3. 24 (s, 3H). 3. 75 (s, 3H), 4. 05 (s. 3 H) , 

4. 06 (s, 3H), 6. 27 (d. J = 5. 5Hz, 1 H) . 6. 69 (d, 
J =8. 5Hz, 2H), 6. 81 (d, J =9. 2Hz, 2H), 6. 89 
(d, J=9. 2Hz, 2H) , 6. 91 (d, J=9. 2Hz. 2 H) , 7. 
42 (s, 1H), 7. 51 (s, 1H) , 8. 53 (d. J=4. 9Hz, 1 
H) 

Sl^t)fI(FD-MS, m/z) :4 7 3 (M + ) 

fU60ll2O (###!) 

3, 4-^oo7*^4-y ht^x-Mh^ 

mB5a D D ©-ba^^> (1 0ml) rK rfJjRS©T-V-^ (1. 08 1 g) 
irtJig D D a ©3, 4-^od<//^^diJF(2. 0 9 5 g) £rf5iiS0«< 
>yx;l/fcf"5A(IH) h'J7^ny^>7A**-h (6 2 0mg) £;&[]*.> 

%m<Zlt&®}% 2 7 0mg> JR*1 0%Tiffco 

1 H-NMR (CDClg, 5 0 0MHz) : <5 3. 9 0 (s, 3 H) , 
6. 98 (d, J=9. 2Hz. 2 H) . 7. 56 (s, 1 H) , 7. 58 (d, 
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J = l. 8 Hz, 1H), 7. 79 (d, J =9. 2H z, 2H), 7. 84 
(d, J=l. 8Hz, 1H) 

S£fi#tffll (FD-MS, m/z) :2 8 0 (M + ). 2 8 2 (M + +2) 

mmm 1 2 1 (#%#d 

3, 4-^nn7z-;i> 4-bKD4->7x-;l/ h > 

> (2 3 5mg) ^-^nD^> (2ml) (c^L> tK#T1. 0M^d> 
hV7ui F-^ooy^M (7ml) £SD;U MS't 1 2 Bfej&# L iz'&M. 

£«1 7 3mg x JR$7 7%limtZo 

* H-NMR (DMSO-dg , 5 0 0MHz) : (5 6. 9 1 (d, J = 
8. 5Hz, 2H) , 7. 62 (dd, J = l. 8. 8. 6Hz, 1 H) , 
7. 68 (d, J=8. 5Hz, 2 H) , 7. 80 (d, J=7. 9Hz, 1 H) 
. 7. 85 (d, J=l. 8Hz, 1H), 10. 55 (s, 1 H) 

St:fi#$fHi (FD-MS, m/z) :2 6 6 (M + K 2 6 8 (M + + 2) 

mmm 122 

(4- [(6, 7->7h^->-4-^'J^) t^y] 7x-M (3, 4 
-v?pp7x-;U) (177) 

TJlzfy%mT. mmmi 2 1 -C^fz 3, 4-^DD7i-;l/ 4-tKo 
+ ^rh> (154m g) t 4 - 1-)\<T i J h° U f J > (7 7mg) 

(5ml) +^AnSfi+tW*L^o 3^4-^dd-6, 7- 
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i?/ *)> (1 2 9mg) 2 1 BmMjgfit L RJCS^«5 

7-fe h> (2/1) ■CSMt**Ji'>U*^U^Dv -tc^OfflffiU 

&m<Dit&mz 8 1 m g s 3 1 xT»fc 0 

1 H-NMR (CDClg, 500 MHz) :<54. 03 (s, 3H), 
4. 07 (s, 3H), 6. 68 (d, J=5. 5Hz, 1 H) , 7. 28 (d, 
J=8. 5Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 1 H) , 7. 66 (dd. J=l. 8. 8. 6 
Hz, 1H), 7. 90 (d, J=9. 2Hz, 2H). 7. 91 (d, J = 
1. 8Hz, 1H), 8. 60 (d, J=4. 9Hz, 1 H) 

K«#*Hi (FD-MS. m/z) : 4 5 3 (M + ) .4 5 5 (M + + 2) 

HWJ12 3 (#%#]) 
4- (4-tKa^'> / Q7>f^) / <>'/>MJ^ 

(1. 2 8 2 g) trtJflSa©4-^7>"<>'/'r^^n g K (4 9 7m g) 
do*M (5ml) fcflBWU rff|RS©fc*X (h'j7i^X7-( » ^7 
i^A (II) ?D<JK(8mg) *AtU 1 1 B$Mto«*2ft I fc 0 SJCfi^ft* 
HM0J2 3 il^»(O^j*T?^®t4*Ji^0»«x-x^»*»7K5ffll^^'> 
OATtSL^o «JETrffl«S*»»fcgiai (8 5 9mg) ^fh7fc Kn77 
> (2ml) ic*»$"fr % * (5ml) i 6 N*ggft7fq§& (1 2ml) Sr^T 
4^r»*ft«^t^o RJt»^*iWD*rt;* h 'J 7 * od^at 
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1 2 1 

SffiSIU IM^2 5 0rag, K*37XT»fco 

1 H-NMR (DMSO-dg , 5 0 0MHz) : 5 6. 91 (d, J = 
9. 2Hz, 2H), 7. 67 (d, J=8. 5Hz, 2 H) , 7. 80 (d, 
J=7. 9Hz, 2H), 8. 01 (d, J=8. 6Hz, 2H), 10. 57 
(s, 1H) 

Jtta&ftt (FD-MS. m/z) -.2 2 3 (M + ) 
HWJ12 4 

4- {4- C (6, 7- ! J/ h*->-4-*7 D;U) £j-J/] K>yV^} < 
>V^h»J;b ((17 8) 

T;U^>^«tTx SQfcM 1 2 3 4 - (4-fc Kd + ->K>vV;U) O 
»/-h»J;b (2 3 0mg) £4->Mf-;U7 5 7 f'J v>> (13 8mg) 
U> (5ml) 4^Ati£S+ai#Lfco 1M4-^do-6, 7-^7 h 
<J y (230mg) £Jd^ 2 OBSBTOftSBfELfco Ri6«^ft*ISffiI 
h U ^ ATK^i * o d *;U A_T£iiSL 7 a n AJI£gj7R5it& 

HfflU Il:^DD^A/ft»x^ (5/1) T'Jg^ih£j£M^#y;I,?D 

^h/77^-ia^sL, mmoitemzi 9 9mg, ©4 i%^tz 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :54. 03 (s, 3H), 
4. 06 (s, 3H) , 6. 68 (d, J = 5. 5Hz, 1 H) , 7. 29 (d, 
J = 8. 5Hz, 2H), 7. 45 (s, 1 H) , 7. 46 (s, 1 H) , 
7. 82 (d, J=7. 9Hz, 2 H) . 7. 90 (d, J=8. 6Hz, 2 H) 
. 7. 91 (d, J=8. 5Hz, 2H), 8. 60 (d, J=5. 5Hz, 1 
H) 
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m&fttirm (FD-MS. m/z) :4 10 (M + ) 

mSSn D n©^ h □ ^ ? > (1 Om 1) miSa a o©7^-V-^ (1. 0 8 1 g) 
i UTRS© 2 - y f-Jl/'O ;^d'JK (1. 5 4 6 g) £ 7fj1R,S©>f y x;U 
b*^A(III) h'J7;l/*D^^>XW-h (6 2 0mg) ZtiaA., 6 0°CK 

6 7 9 g. WM7 4%-C'&fc c 
Il^tfrI(FD-MS, m/z) :2 2 6 (M + ) 

f£&60>J12 6 

4-bKa4->7x-;b 2 - / 3-^7 j^—JI *r h > 

$mmi2 5-C'&tz4-t h + '>7x-;l/ 2-^f^7x^ ^h>(l. 
66 Og) ^^antwU (1 0ml) fc»JI¥U *»T1. 0M*'o>h'jy 
K-^du^>M (2 9ml) fcfln*. Sfi*«»Lfco 1 Bfelf#& 
Mfcl. 0M*'n>h l J7'ni K-^no^>»» (15ml) £2JD;L N M 

5 0 1 g. «$9 6%Tl#fc 0 
1 H-NMR (CDC 1 3 , 5 0 0MHz) .62. 3 0 (s, 3H), 

6. 87 (d, J = 8. 5Hz, 2 H) , 7. 2 2-7. 2 9 (m, 3 H) , 

7. 37 (td, J = l. 2, 7. 3Hz, 1 H) , 7. 73 (d, J=8. 5 
Hz, 2H) 

MbMfffi (FD-MS. m/z) :212 (M + ) 
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$smmi 2 7 

{4- [(6, 7-y/h^y-4-^;'J^) 7x-^} (2-y 

f-;U7x-;b) y j»y > (18 0) 

7)U>mtT. HJI^Jl 2 6T^4-t KD+i>7x^;U 2->^7 
*.=.;!, ^rh> (L 3 34g) i4-^yf^7i;f'Jy> (84 5mg) 
(15ml) #^AnMtttl#Lfco 1«4-^dd-6, 7 
-v^ h + ->+yj> (1. 4 06 g) £flD* % 2 3^tJD^S^L^ 0 
^^ISfO^TK^^ h U 7 A7k&&£ ^ d a *;bAT#i®&. ? o a 

j. f - JlT~mm®'& 9 o □ * ;b A tfSBSf 5v/'J*Wo7h/77<( 
-fc«k affile Ml^*1r->/7-t?h> (2/1) TfSBB-f 
^nvh/57>f-{wJ;|3fSSS!Ls m&<D<l&®Z 1 . 2 5 8 g. J»5 0%T- 

1 H-NMR (CDC lg , 5 0 0MHz) : 6 2. 3 7 (s, 3 H) , 
4. 02 (s, 3H) , 4. 06 (s, 3 H) , 6. 65 (d, J=4. 9Hz, 
1H), 7. 23 (d, J=8. 6Hz, 2 H) , 7. 25~7. 35 (m, 
3H) , 7. 3 9~7. 4 2 (m, 1 H) , 7. 4 5 (s, 1 H) , 7. 4 6 
(s, 1H), 7. 91 (d, J=8. 5Hz, 2 H) , 8. 57 (d, J=5. 
5 Hz, 1H) 
K»##Ht (FD-MS, m/z) : 3 9 9 (M + ) 

mmm 1 2 8 

{3- [(6, 7-S?y h*->-4-*y 'JJIQ 7x-i) 7x-;M 

(181) 

4-^od-6, 7-^ h + v/^y U > (1 1 2mg) imiSffi©3-t K 
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n + W7x;> (2 9 7mg) £g£U 1 7 Ot^l 0&®mWlfz'&, 

KtiM&mt^-v-y/T-b v y (2/i) -e!m%tzmmisv*>fji? b 
r77<-K±iommi, mmoit&mi 2 6m g . irc$6 5%-e*f£o 

1 H-NMR (CDClg, 90Mz) : 6 4. 0 4 (s, 3H), 4. 05 
(s, 3H), 6. 53 (d. J=5. 3Hz, 1 H) , 7. 34-7. 88 
(m, 1 1H) , 8. 5 3 (d, J =5. 3Hz, 1 H) 

MftfttfHI (FD-MS, m/z) :38 5 (M + ) 

fUfem 2 9 (#%0J) 

HJS0J2 2-e*#fc4- h'J-n-y^7Uf->-i-y h + ^f;i,7x;-^ 

(1. 2 82 g) <h rf?BSnnO 2 - 7o^ d 'J K (3 9 2mg) £?ou*;U 
A (5ml) lcj§fi?U TUKSOfX (M 7x-;U*X7-f » /^^^A 
(II) *d'J K (8m g) £Aft> 1 IBSPbWML^o JR^S^^H»J2 3 

Lfco MET^Si^^M (6 6 2mg) ^fh7t Ko77> (2ml) 
K*#3-ti\ tK (5ml) £6N£8?7k&& (12ml) ^^.T 3NFre1M« 
ML /c 0 ££®£$&l£fl»J 1 2 3if5j^©^T^SL. Htm(D4t&VnZ2 1 
8mg, JK$3 9%Ti#/-c 0 

1 H-NMR (DMSO-dg , 5 0 0MHz) : <5 6. 7 6 (dd, J = 
1. 2, 3. 1Hz. 1H), 6. 91 (d, J=8. 5Hz. 2 H) , 
7. 33 (d, J=3. 1Hz, 1H), 7. 87 (d, J=8. 5Hz, 2 H) 
. 8. 06 (d. J=l. 2Hz. 1H), 10. 39 (s, 1 H) 

I1MKFD-MS, m/z) :18 8 (M + ) 
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nmm 1 3 0 

{4- C (6, l_z21 h*is-4-*; t4->] 7x 
jy (18 2) 

7;m*>m^T> Wm\ 2 9T^2-7D^;U 4-t Kn + «>7x-;U 
>r h> (2 0 5mg) £4-'J*1-Jl7 i J t°W> (1 4 6mg) 
> (5m 1 ) tp^Atim&tpmnitZo ie#F B 1&4-?oo-6, 
>s*J <J > (2 4 4mg) £Jq*. x 2 0 $M tnHftjSdfE L tz a Kfom&MZmum 

^DD*;l/A/^iif;l, (5/1) Tl§§t5iIy'MWD7hr 
~{w«fc«9^SS!U mm(D<b&®}*l 9 2mg, 7%Ti#*z 0 
1 H-NMR (CDC lg, 500 MHz) :<54. 03 (s, 3H), 
4. 07 (s, 3H), 6. 63 (d d, J=l. 8, 3. 7Hz, 1 H) , 
6. 65 (d, J=5. 5Hz, 1 H) , 7. 28 (d, J=8. 5Hz, 2H) 
, 7. 3 2 (d, J =3. 7 Hz, 1 H) , 7. 4 7 (s, 1 H) , 7. 4 8 
(s, 1H), 7. 73 (d, J = l. 8Hz, 1 H) , 8. 14 (d, J = 
9. 2Hz, 2H), 8. 58 (d, J=5. 5Hz, 1 H) 
H*^€ (FD-MS, m/z) :3 7 5 (M + ) 

mmm 1 3 1 (#%#j) 

TfJlKS®- h o ^ * > (5ml) tk rtJ|R D D 0 cDT-y-;U (5 4 1mg) irp 
BS D D n0 3-/f->»K>y>r^^D>j K (7 7 3mg) imBKn?.©** > v?-7A 

aiDh'j^^n^^^x^^^-h (49mg) zm*.. eov\zTimm 
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Ii^l(FD-MS, m/z) :2 2 6 (M + ) 
HJSW13 2 

H»J1 3 lt-'f|fc4-y h + ->7x^ 3->f;l/7x^;l/ yh> 
(603m g) ^y?DD^> (3ml) JC&J&U tK#T1. 0M*o> h 
•J7o$ K-^dd^>M (11ml) £fln*.. lS«Lfco 2 21$ 

r B msjcs^^»j 1 2 i trnm^mx-mmu mmoit^^z 1 6m 

g> JR$5 6%Tlifeo 
1 H-NMR (DMSO-dg . 5 0 0MHz) .52. 3 8 (s, 3 H) , 

6. 89 (d. J=8. 6Hz, 2 H) , 7. 3 7-7. 4 7 (m, 4 H) , 

7. 65 (d, J=8. 6Hz, 2 H) , 10. 42 (s, 1 H) 
II^«t1 (FD-MS, m/z) :212 (M + ) 

mmm 133 

{4- [ (6, 7-'?y h*v-4-*y'J;U) 7^-;U} (3-y 

^^7x-;b) y^y > (18 3) 

x-A< yh> (3 0 7mg) t 4 - $ J fc° U 5? > (19 4mg) £ 

(5ml) 4"^AnSfl4«fl!Lfco lB#fflfc4 nn-6. 7-v 
^ h*i/*y U > (3 2 4mg) £Jo;U 2 3 ^f^fJfsMSM t fc 0 
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H»J1 2 2 tmrnn-fifc-eimU IM^2 6 2mg, 5 961? 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 4 4 (s, 3H) , 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 66 (d, J=4. 9Hz, 
1H), 7. 27 (d. J=8. 6Hz, 2H), 7. 38 (t, J = 7. 3H 
z, 1H), 7. 41 (d, J = 7. 3Hz, 1 H) , 7. 46 (s, 1 H) , 

7. 49 (s, 1H), 7. 59 (d, J = 7. 3Hz, 1 H) , 7. 64 (s, 
1H), 7. 93 (d, J=8. 6Hz. 2H), 8. 57 (d, J=5. 5H 
z, 1H) 

mmftVrm (FD-MS, m/z) : 3 9 9 (M + ) 

mmmi 3 4 

4-b Kp4r->"7x— ;U 4--Fp7x-;I/ 
£160!! 2 21?^^ 4- h u-n-y^;^>-i -y h + ->y f;b7x;-A 
(1. 2 8 2g) imKS^-^hn'OyV^a'J K (5 5 7mg) 
(5ml) KSIBU mBSn n p©t'7; ( h 'J 7x-;U**7 4 » 
(II) ? o U K (8m g) £A*K 2 3«piaan«fti8«ELfco WfcM&fa* 
fm®\2 3 «h^©^1?^®1-5^ck0^x-x^®^7kfil£K^^i/ 

^wifco issrmsm^mitm. (1. 04 7 g) £xh7t ko? 

5> (4ml) tK (5ml) i6NJg»*»tt (1 5ml) ^fln*. 

T 1 ttJn»S»E Lfc 0 £JEfi£4&£fSJfifl! 1 2 3 £ ^o^T-^S U ^S© 
398mg x iR^55 %T*#fc 0 
1 H-NMR (DMSO-dg , 5 0 0MHz) : 6 6. 9 2 (d, J = 

8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2H) . 7. 89 (d. 
J=8. 5Hz. 2H), 8. 36 (d. J=8. 5Hz, 2 H) , 10. 62 
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(s, 1H) 

M£tfHt (FD-MS. m/z) :2 4 3 (M + ) 

mmmi 35 

(4- [(6, 7-->7 hty-4-^;'J;l/) ^4^>] 7x-;l/} (4-- 
hQ7x-;b) y ?y > (18 4) 

TJiJ>fmT. nmmi 3 4-r#/c4-t kd+->7x^ 4--fd7 

x^;U yh> (370mg) £ A-'Jtf-frT \J t"'J •>> (2 0 4mg) £ 
(5ml) *^AttM*«#Lfco 1 15H&4 d o - 6, 7-v 
y h + U > (3 4 Omg) fcftliU 2 3 ftWflnlftitift L fc 0 aEfi^ftl* 

nmmi z o tmmofr&r-mmu mm®<t&®*2 3 8m gx jr« 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<5 4. 0 3 (s, 3 H) , 

4. 0 7 (s. 3H) , 6. 6 9 (d, J =4. 9 Hz, 1 H) , 7. 2 9 (d, 

J = 8. 5Hz, 2H) , 7. 44 (s, 1H), 7. 47 (s, 1H), 

7. 93 (d. J=9. 2Hz, 2H), 7. 96 (d. J=8. 5Hz, 2H) 
, 8. 37 (d, J=8. 5Hz, 2 H) , 8. 60 (d, J=5. 5Hz, 1 
H) 

St^KFD-MS, m/z) :4 3 0 (M + ) 

HWJ13 6 (#%PJ) 
4-bh'p^^7x-;l/ 3, 4-^!/>^->7x^ 
H&e>]2 2T*#rt:4- h U-n--rf-;Uf->- 1 h + ^^f^7x;-^ 
(1. 2 8 2 g) £ tpflRiS© kXor.D >T ;l/ ? o 'J K (6 6 4mg) no* 
(5ml) IcfcJBU rfilRS©fcr* (F'J7x-^X7^ » 
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(II) *ny K (8mg) £Aft> 1 BftJto&Sfft L £ 0 ££i(I£#l£ll»J 2 3 

Lfco »ET«»S*»»/rSia (1. 0 3 0 g) £xh5t Kp75> 
(2ml) * (5ml) i6Ntt»**« (12ml) fcJnAT 

1 0. 5B#^7JDiftil2rfEL/Co 5£&£ft£|gffift 1 2 3 ilaliC^T^IL, 
*ffi©<b£fc£2 1 2mg. iR$2 99$"C»fco 

*H-NMR (DMSO-dg , 500 MHz) : 5 6. 15 (s, 2H), 
6. 88 (d, J=8. 6Hz. 2 H) , 7. 04 (d, J=7. 9Hz, 1 H) 
. 7. 21 (d, J = l. 2Hz, 1H), 7. 24 (dd, J = l. 8. 7. 
9Hz, 1H) , 7. 62 (d, J=9. 2Hz, 2 H) . 10. 34 (s, 1 
H) 

«*#tfr<I (FD-MS, m/z) :24 2 (M + ) 
13 7 

{4- [(6, 7-^h^y-4-^'J;b) tty] 7x_;H (3, 4 

-^fi/>-my7x^) y^y> (185) 

7JiJ>mrF^ m&mi 36-e^4-t kd+->7x^ 3, 4-^f- 

P>yt+^7x-^ >7"h>(2 02mg) i 4 - v ^ f- $ 7 f U > 
(112mg) Z*i/U> (2ml) ^AftSS^IW* L fc G 1B#H&4-* 
no- 6, 7 -'J/ b*i/*;V> (18 7mg) £Jj0;U 2 0 B$NHnjftjl% L 

tz 0 Rmm&tozm&mi 2 4 ti5i&©:£&-e#yiu noit^nsm 

g> W3 8%T'^7^o 

1 H-NMR (CDClg, 500 MHz) : <5 4. 04 (s, 3H), 
4. 06 (s, 3H), 6. 09 (s, 2 H) , 6. 64 (d, J=4. 9Hz, 
1H), 6. 89 (d, J = 7. 9Hz, 1 H) , 7. 26 (d. J=8. 5H 
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z, 2H), 7. 38 (d, J=l. 8Hz, 1 H) , 7. 41 (dd, J = 
1. 8, 7. 9Hz, 1H), 7. 46 (s, 1 H) , 7. 49 (s, 1 H) , 
7. 88 (d, J=8. 5Hz, 2H), 8. 57 (d. J=4. 9Hz, 1 H) 
IiMi(FD-MS, m/z) : 4 2 9 (M + ) 

mmm 1 3 8 (#%pj) 

mHSn n D©- hoy*;/ (10ml) 4\ m^ D n p©7- V ( 1 . 0 8 1 g) 
<tmiSD n D©3- (h'J7;L-toy^) ^></>rj^Dij K (2. 08 6 g) t 
rPISSi©^ yf^b^i (III) h !J7Mn^>7M4- h (6 2 0mg) 

Srjn*. 6 o < cnTiBfe«#L*:o rc^^h^ji 2 o tmm®jj&r-& 

3U mmoitS®* 7 19mg, JR$2 6%T#/Co 

1 H-NMR(CDC1 3 , 500 MHz) : 5 3. 9 1 (s, 3H), 

6. 99 (d, J=9. 2Hz, 2H), 7. 6 0-7. 6 4 (m, 1 H) , 

7. 8 0-7. 8 3 (m, 1 H) , 7. 82 (d, J=8. 5Hz. 2 H) , 
7. 9 3-7. 9 4 (m, 1 H) , 8. 01 (s, 1 H) 

WMftmm (FD-MS, m/z) :2 8 0 (M + ) 

mmmi 3 9 (#%bd 

Uttflll 3 8T-mtz3- h 'J 7Moyf^7x^ 4-^ h + >7i-;U 
(657mg) £N, N - ^ f-^*;l/A7 $ K (35ml) lc:i§8?U 
*MJ-7A^*y h4->K (4 1 lml) fciOiU 7;U3*>»T7B#RM&g 

^l^o RfCs^«-n»J3 3 tmm®%&x*mmL mm<Dit&®%4 5 4 

mg> JK^7 3%r-^ 0 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 5. 8 5 (s, 1 H) , 
6. 94 (d, J=9. 2Hz, 2H), 7. 62 (t, J = 7. 3Hz, 1 H) 
, 7. 78 (d, J=9. 2Hz, 2H), 7. 83 (d, J=7. 3Hz, 1 
H) , 7. 93 (d, J=7. 3Hz, 1 H) , 8. 01 (s, 1 H) 

mmmi a o 

(3- h *)7J\,*n/ f;l/7x-;b) {4- [(6, 7 --^ h*->- 4 -4- 
I UjU) j^jrv/] 7x-^} > (18 6) 

T;Un*>^T. fUfii0U 3 9T-*§fc3- h'J7;Wayf;l/7x-Jl/ 4- 
th , D + i'7x-;l/ ^rh> (4 3 2mg) i4-^DD-6, + 
U > (3 6 3mg) *i?xf-i/>/y ?-;bx— f;l< (10ml) 

fc*#$-ti\ l 6 0W1 l^WWn««I«ELfco R«fi^»*ISfoefflft7k*^ h 

^ (5/1) -eJgHtS?Mlv/U*y^^ovh^77-f --iciOflWIU 
4Mb£#/£ 2 0 4 m g , )R$2 8 %T^fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :S4. 03 (s, 3H) . 
4. 07 (s, 3H), 6, 69 (d, J=4. 9Hz, 1H) , 7. 30 (d, 
J=9. 2Hz. 2H), 7. 47 (s, 2 H) , 7. 66 (t, J=7. 9H 
z, 1H), 7. 87 (d, J=7. 9Hz, 1 H) , 7. 92 (d, J=9. 
2Hz. 2H), 8. 00 (d, J = 7. 9Hz, 1 H) . 8. 08 (s, 1 H) 
, 8. 6 0 (d. J=4. 9Hz, 1 H) 
nm&Vm (FD-MS, m/z) :4 5 3 (M + ) 
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mmmi4i 

ma5n D a©- h o / 9 > (5ml) 4>> miSSCT^-V-^ (0. 5m 1) <hffJ 
monnistv^l-y-'sijJl/tf-frta ') K (0. 63ml) £ miSaSO-f 7 f~Jl 
fc:»}A(III) Fij7^ay^>X^t4-h (2 8 8mg) £Jd;U 6 Otic 

safn^KTK^ h x ) vujmwLtmn&&*T° : muz 0 m^mmi- 1 u -7at- 

-KJ^ffSSJU mm<D<t&&}$:5 1 7mg, IR*5 1 %Ti# 

* H -NMR (CDClg, 500 MHz) : <5 1. 21-1. 88 (m, 
10H), 3. 19-3. 25 (m, 1 H) , 3. 87 (s, 3H). 6. 93 
(d, J=9. 2Hz, 2H), 7. 94 (d, J=9. 2Hz. 2H) 
fflbHJHl (FAB-MS, m/z) :2 19 (M + +l) 

(5 1 7mg) £N, N-5Mf\M*<rt/A7 5 K (2 0ml) icj&ISU ^hU 
h*S/K (5 3 8mg) *Jd^ 7^^>a«TH*HftIflMl«ELfco 

^7K8S^ h 'J *AT"S£*l*m. SffiT*»S±LT£fcKiI£^**>/7 
* h y-zmiftt S is 'J t> YJ\> 9 a "7 h tfv 7 4 - Id <fc *3 *t& U SS©fc£$l£ 
4 8 7mg, IR^9 3%T^^ 0 
1 H-NMR (CDC 1, , 5 0 0MHz) : 5 1. 2 3-1. 8 8 (m, 
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10H), 3. 19~3. 25 (m, 1 H) , 6. 06 (b r s, 1 H) , 
6. 89 (d. J = 8. 6Hz, 2H), 7. 90 (d, J = 8. 6Hz, 1 H) 
M£tfftt(FD-MS, m/z) :2 0 4 (M + ) 

mm 143 

4-->?o^->;ua;l,# -;U-i - [(6, 7 - : Jjf h 4- v- 4 -*J U )l) 
(1 8 7) 

7Jl>3>mCFs HSfeflll 4 2 ^fc4 - ->^*m: - 1 - t 

Ko**>K>-t?> (2 7 3mg) £4-*no-6. 7 - i>V U > 

(lOOmg) ^^xfP>^'j3-;^y^x-f;l/ (0. 2ml) {c&JJ? 
1 6 0*0+3 0#IHHl#Lfco R^fi^*ISfiI«ll7K*^ h 'J ^ AtK^ 

1 H-NMR (CDC 1 3 , 5 0 OMHz) : 5 1. 2 1~1. 93 (m, 
10H), 3. 24-3. 29 (m, 1 H) , 4. 03 (s, 3 H) , 4. 06 
(s, 3H), 6. 60 (d, J=5. 5Hz, 1 H) , 7. 24 (d, J = 
8. 5Hz, 2H), 7. 45 (s, 1 H) . 7. 47 (s. 1 H) , 8. 05 
(d, J=8. 5Hz. 2H), 8. 5 5 (d, J = 5. 5Hz, 1 H) 
It^I (FD-MS, m/z) :392 (M + +l) 

5SJSW14 4 (#%#J) 

miSo n D©- h n y * > (1 Oml) ^ mURSOT-V-^ (1. 08 1 g) 
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£ rfjflRiS© 2 - (h'j7;^o>f;b)<>^;l/?n>JK(2. 0 8 6 g) t 
rffiKiS©^ yf-^h'^Adll) h 'J 7;l/tDy ?>x;l>**- h (6 2 0mg) 
£fln^ 6 0 < Ci:t6M#Lfco R^zi^^TKcb^DD^^AT^ii^ 

S!U £g©fl:£#l£l. 4 0 2 g> JK^5 0%Tl#/: o 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : <5 3. 8 8 (s, 3 H) , 
6. 93 (d, J=9. 2Hz. 2H), 7. 3 7-7. 3 9 (m, 1 H) , 7. 

6 0-7. 6 3 (m, 2H) , 7. 7 5 (d, J =9. 2 Hz, 2 H) , 7. 7 
3-7. 7 8 (m, 1H) 

«S##HI (FD-MS, m/z) :2 8 0 (M + ) 

HWJ14 5 (#%W) 
2- h 'J 7;l/toy f-;U7x-;U 4 - b Kn^->7^-;u 
HJfe^Jl 44-e^2- MJ7;Wnyf^7x^ 4-/ t« + ->7xz;l/ 
*h>(l. 4 0 2 g)£N, N-y^fM^AJ; K (15ml) «U 
*h'J*Af-*y h + i/K (8 7 7mg) £7JD;U T;b=f >ft«TF 4 ^WJlBlMI 

1. 05 0 g> JR*7 9%?»fco 
1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 5. 8 8 (s, 1 H) , 

6. 87 (d, J=8. 5Hz, 2H), 7. 3 7-7. 3 8 (m, 1 H) , 

7. 58-7. 6 3 (m. 2H), 7. 71 (d, J=9. 2Hz, 2 H) , 7. 

7 6-7. 7 8 (m, 1 H) 
M£*r*(FD-MS, m/z) :2 66 (M + ) 
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(2-h'J7;^py^7x^) {4- [(6, 7-i>7^y-4-4 
J x ))l) £±i/\ 7x-;l4 y ^7 > (3 5) 

7^^>««ETn HJfeflll 4 5T'*§fc2- hV7Woyf;|,7i-;l 4- 
th'D^->7xz^ yh> (9 5 9mg) <h4-v>V^^T$ y h°D 'Jy (4 
84mg) £**>l/> (7ml) 4"s\nSffl+«# L fco 1«4-^od 
-6, h*->*yu> (8 0 5mg) Srfln*., 1 IftAUdOft L fc 0 KJ6 

S£$j£IIJfeflll 3 0 £(Hl$0#}£-e&3U S^b^8 9 9mg, jR$ 

5 5%T^^o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 01 (s, 3 H) , 
4. 06 (s, 3H), 6, 67 (d, J = 5. 5Hz, 1 H) , 7. 22 (d, 
J=9. 2Hz, 2H), 7. 42 (s, 1 H) , 7. 4 2-7. 44 (m, 1 
H) , 7. 45 (s, 1H) . 7. 62-7. 68 (m, 2H) , 7. 8 0- 
7. 8 1 (m, 1H) , 7. 8 7 (d, J =8. 6 Hz, 2 H) , 8. 5 8 (d, 
J =5. 5Hz, 1H) 

MbMJftt (FD-MS, m/z) :4 5 3 (M + ) 

l^&fe^J 14 7 (##0>J) 
4-n-7fjl7x^ 4-n^->7i-;l/ »h> 
mig D °nO- h o y ^ > (10ml) 4\ rfiBSn D D ©7-V-;b (1. 0 8 1 g) 
tmmShOA- (n-7^;l0 K/^Wdij K (1. 9 6 7 g) tim&o 
4 vT-Jlt'VMIll) h'J7;l/tny^>x^-h (62 0rag) ZtiQz.^ 

6 ot^TBNFraa^Lfco Kmm&®z$mmi 2 0 iHaoararciaau 

£g©{fc£$l£8 6 3mg, Um3 2%T~nt: 0 

1 H-NMR (CDC 1, , 500MHz) :<5 0. 95 (t, J =7. 3H 
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z, 3H), 1. 38 (tq, J=7. 3, 7. 3Hz, 2 H) . 1. 64 (q 
uint, J=7. 3Hz, 2H), 2. 69 (t, J=7. 3Hz, 2 H) , 
3. 89 (s, 3H), 6. 96 (d, J=9. 2Hz, 2 H) , 7. 27 (d, 
J=8. 6Hz, 2H), 7. 69 (d, J=8. 6Hz, 2 H) , 7. 82 

(d, J=9. 2Hz, 2H) 

li^KFD-MS, m/z) :2 6 8 (M + ) 

m&m 1 4 8 mnm 

HWJ1 4 7Tiffc4-n-7^;b7x-;l/ 4-n + ->7x-^ >r h > 
(8 6 3mg) £N, N-y7f^;l/A7; K (5 0ml) IcjgJBU h D 
OAf-^-y r*->K (5 6 3mg) £jOn*.> 7^^>m«tT7^Jn^jS^Lfeo 

m&m&mznmm 3 3 £^«©#&-ei&au m&oM&fa* 1 8 7 m g> jr 

3*9 6%T'^fc 0 

X H-NMR (CDClj, 500 MHz) : 6 0. 95 (t, J = 7. 3H 
z, 3H), 1. 38 (tq, J=7. 3. 7. 3Hz, 2H), 1. 64 
(septet, J=7. 3Hz, 2 H) , 2. 69 (t, J=7. 9Hz. 
2H), 6. 35 (s, 1H), 6. 92 (d, J=8. 5, 2 H) , 7. 28 
(d, J=7. 9Hz, 2H) , 7. 69 (d, J=8. 6Hz, 2H), 
7. 7 7 (d, J =8. 5Hz, 2 H) 
M£*HI (FD-MS. m/z) :2 5 4 (M + ) 
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mmm 1 4 9 

(4-n-m7x^) (4- [(6, 4-* J V )l) 

7i-;l) y > (4 0) 
T;U3*>^T> Hife^Jl 4 8tffc4-n-7f;l/7x^ 4-fcKn* 
y h> (7 2 7mg) <h4-^ao-6, 7-y> h + y+;'J> 
(6 3 9mg) ^yxf l/>^ij3-^-^yf;bx-f^ (10ml) 
1*\ 1 8 OWl O^Fam^ii^L^o h 'J -7A7k&& 

Omg, JR$3 2%-Cl#fc 0 

1 H-NMR (CDClg, 500 MHz) : SO. 95 (t, J=7. 
3Hz, 3H), 1. 38 (tq, J = 7. 3, 7. 3Hz, 2H), 1. 62 
-1. 68 (m, 2H), 2. 71 (t, J=7. 3Hz, 2 H) , 4. 04 

(s, 3H) , 4. 07 (s, 3H), 6. 65 (d, J=4. 9Hz, 1 H) , 
7. 26 (d, J=8. 5Hz, 2 H) , 7. 31 (d, J=7. 9Hz, 2H) 
. 7. 46 (s, 1H), 7. 49 (s, 1 H) , 7. 76 (d, J = 7. 9H 
z, 2H), 7. 92 (d, J=8. 5Hz, 2H), 8. 58 (d, J = 
5. 5Hz, 1H) 

©£##fla (FD-MS, m/z) :44 0 (M + -l) 
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H»J15 0 (#%0J) 

miSn a o©-hny ^> (5ml) iK ffjfiSa D a ©7^ y-;U (5 4 lmg) irfJ 
BSa a D 0 3-7;U^-p<>v*-r;b^D U K (7 9 3mg) iOTSox^Vy^A 
(III) h 'J 7;M-oy ?>x;U**- h (4 9mg) £fln;L, 6 0tlcT3 BH 

Jg§g^- * 'J * y ;l/ ^ p v h ^5 7 >f - lc«k ♦? ISS!! U m.m<D{k&®Z 5 8 5m 

Ii^I(FAB-MS, m/z) :23 1 (M + +l) 
fIJfePJ 15 1 (#%W) 

4-bKo^y7x-;l> 3-7Md7x_;1' h > 
UtePJl 5 0THfc3-7^n7x^ 4 -y h + >>7x-;b >r h > 
(5 8 0mg) £i^nny*> (5ml) Jci&JBU *#T1. 0M-fn>h 
■J7o* K-y^oo^>M (2 3ml) £Jd*.* 3 Bfc8l# L *r 0 R 

*Sfi^*Hi6«l 2 1 4H*©2Fare«MU »{b^4 0 2mg, 42 

1 H-NMR (DMSO-dg . 5 0 0MHz) : 5 6. 91 (d, J = 
8. 5Hz, 2H), 7. 44-7. 49 (m, 3H) , 7. 57-7. 61 
(m, 1H), 7. 68 (d, J=8. 5Hz, 2 H) , 10. 51 (brs. 
1H) 

11^I(FAB-MS, m/z) :217 (M + +l) 
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{4- [(6, 7-y> h4y-4-4;'J7b) t^->] 7x-;l/) (3-7 
Mo7x-;b) / 9 J > (17 6) 

7x-;l/ ^h> (3 7 3mg) t 4 - *J* *)17 i J t°'J v> (2 3 2mg) 
^•>l/> (5ml) ^AniM^Lfco 3W4-7od-6, 7- 
^h*'>*;U> (3 8 6mg) £JlD;u 2 lB^MML/Co S£zI£#J 

£9*1$^ MK^oo^UA/'ifc&x^U (5/1) TgB§1-<SSJI>> 'J *Y 
^07^77^ -<::«fc<9*t$!!U mm®4k&®}£4 8 4mg N itK^7 0%T 

1 H-NMR (CDC l 3 , 5 0 0MHz) :<54. 04 (s, 3H), 

4. 07 (s, 3H), 6. 67 (d, J=4. 9Hz, 1 H) . 7. 28 (d, 

J = 7. 9Hz, 2H), 7. 31-7. 33 (m, 1 H) , 7. 46 (s, 
1H), 7. 47 (s, 1H), 7. 48~7. 53 (m, 2H), 7. 5 9- 

7. 61 (m, 1H) , 7. 93 (d, J = 8. 6Hz, 2 H) , 8. 59 (d, 
J=5. 5Hz, 1H) 
lt^I(FD-MS, m/z) :40 3 (M + ) 

mmm 153 

N- {4- [ (6, 7-->V h^^-4-^^-yj-^) 
-N / - (2-^ K^^^jl-^) frU7 (11 3) 
6, h*^-4- (4-7;/7x;+y) +^71) > (1 0 Omg) 
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£h;Ui> (10ml) lZtia$mmifc'&s 2-/ h + ->7i-;KVi/7t- 
h (0. 3 6ml) £JD;U 4 0£HllD*iB«Lfco &2I£?o 
u*)lL./t (10 0/1) ^ ft^T^oDt^A/7t h> (5/1) 

-QmfttZ > 'J * y Jl<fi ? A ? d v h 7 -f - K «fc 0 91 32 U *H©fb£«j£ 
1 1 2mg. JR^7 5KT*ffc 0 

1 H-NMR (DMSO-dg , 500 MHz) :<53. 90 (s, 3H), 
3. 98 (s, 3H), 3. 99 (s, 3H), 6. 90 (t, J=7. 9Hz, 
1H), 6. 96 (t, J=7. 9Hz, 1 H) , 7. 03 (t. J = 7. 9H 
z, 1H), 7. 23 (d, J=9. 2Hz, 2H) , 7. 39 (s, 1H), 
7. 5 5 (d, J = 9. 2 Hz, 2H) , 7. 5 7 (s, 1 H) . 8. 1 5 (d, 
J = 7. 9 Hz, 1H) , 8. 2 5 (s, 1 H) , 8. 5 5 (s, 1 H) . 
9. 44 (s, 1H) 

mmftmm (FD-MS, m/z) :4 4 6 (M + ) 

mmm 154 

N- {4- [ (6, 7-?/ h^i/-4-^^-yj-;U) 7x-;l/} 
— N' - (3-pt h^i/7^-;U) frU7 (1 1 4) 

6, 7-->7h + ->-4- (4-7;;7x; + -» *^VU > (1 0 Omg) 
&h;Ui> (10ml) fcjQJl&jgJBlfcSU 3-/ h + >7 x-;U-f V 
h (0. 3 6ml) Ztjaz.* 4 0#H»]*«*L*:o gS£?D 

(1 0 0/1) > &^-e*oo*;l/A/7-fe h > (5/1) 

T?g§st * >"j * y;ua 5 a ? n -7 h 7 4 - £ «k K> mm. u mmoik&faz 

3 lmg N iR$2 1««o 

1 H-NMR (DMSO-dg . 5 0 0MHz) .6 3. 7 4 (s, 3 H) , 
3. 98 (s, 3H), 3. 99 (s, 3H) , 6. 56 (d. J=7. 9Hz, 
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1H). 6. 96 (d, 3 = 7. 9Hz, 1 H) , 7. 15-7. 25 (m, 
4H) , 7. 3 8 (s, 1H) . 7. 5 3-7. 6 0 (m, 3H) , 8. 5 5 
(s, 1H) , 8. 76 (s, 1H) , 8. 81 (s, 1 H) 
M&tfHi (FD-MS, m/z) : 4 4 6 (M + ) 

HJfe^J 1 5 5 

N- {4- [ (6, r*->-4-**VJ-AQ 7x_;l/} 

-N' - (4-/ Ljjj7x£^k) ^ 7l/T (99) 

6. 7-^n + y-4- (4-7;;7 i ; + y) **V»J > (8 lmg) 
ZhJlx-y (5ml) {CjD«l*IPL^^x 4-n + ->7i^K7y7t-h 
(0. 2 9ml) *m^, 4 0&lVttjam3&MliZo mthLtzMftZmiU Y)l 
i>f«*LlilOft^j!*6 Omg. IR$4 9%Tl#fc 0 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 8 3. 7 9 (s, 3 H) , 
4. 06 (s, 3H), 4. 07 (s, 3 H) . 6. 48 (s, 1 H) , 
6. 64 (s, 1H), 6. 91 (d, J=9. 2Hz, 2 H) , 7. 20 (d, 
J=8. 6Hz, 2H), 7. 27 (d, J=8. 6Hz, 2 H) . 7. 32 
(s, 1H), 7. 47 (d, J=9. 2Hz, 2 H) , 7. 55 (s, 1 H) , 
8. 60 (s, 1H) 
m«^«rffi (FAB-MS, m/z) :4 4 7 (M + +l) 

15 6 

N- {4- [ (6, IzJL* 4 -*^/'J-;b) **5/] ^jl-;!/} 

-N* - (2-yjl*v7*-J» frUT (116) 

6, h + ->-4- (4-7;;7i; + -» *^'/U > (1 0 Omg) 

£K;Ux> (10ml) lcJn*ft«jSPL^ 2-7;Wo7x-;Kv>7t- 
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h (0. 3 0ml) £Jn*.> AQftTRlBfmWLLtZo Vrih Lt^I#£«|KU h 

1 H-NMR (DMSO-dg , 5 0 0MHz) .63. 9 8 (s, 3 H) , 
3. 9 9 (s. 3H) , 7. 0 0-7. 0 4 (m, 1 H) , 7. 13-7. 17 

(m, 1H) , 7. 2 3-7. 2 7 (m, 3 H) , 7. 39 (s, 1 H) , 
7. 54-7. 57 (m, 3 H) , 8. 10-8. 20 (m, 1 H) . 8. 55 

(s, 1H), 8. 65 (s, 1H), 9. 26 (s, 1 H) 

!SS##HI (FD-MS, m/z) :4 34 (M + ) 

mmmi 5 7 

N- {4- [ (6, 7-->V h 4 U-;lQ 7x-;H 
-N / (2 2 0) 

6. 7-^h + ->-4- (4-T;;7iy + i/) U > (lOOmg) 

(10ml) ClI^Lfc^ n -7*A,4 V >7^- h 
(0. 2 9ml) £}jn;U 4 O^PM&IflftLfco 3£2I£?nu 
*;bA/7-feh> (5/1) T'Jg§{§-r5S/'J^y;b*7A^n-7 h^7^ -ic 
£*)*tS!lU M©>fb^^7 5mg. iR^5 6%Tli^ 0 

1 H-NMR (DMSO-dg , 500 MHz) :<50. 90 (t, J = 

7. 3Hz, 3H), 1. 2 8-1. 46 (m, 4H), 3. 09 (q, J = 
6. 7Hz. 2H), 3. 97 (s, 3H). 3. 99 (s, 3 H) , 6. 23 
(brs, 1H), 7. 14 (d, J=9. 2Hz, 2H), 7. 37 (s, 1 

H) , 7. 4 7 (d, J =9. 2 Hz. 2H) , 7. 5 5 (s, 1 H) , 

8. 5 3 (s, 1H) , 8. 5 8 (b r s. 1 H) 
3?S£#HI (FD-MS, m/z) : 3 9 6 (M + ) 
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HWJ15 8 

N — {4 — [ (6, l-'J* h*'>-4 z±l jjJjO 7i-;H - 

(4 - t e r t -^7x^) K (2 1 3) 

6, 7- s J/ h + ^-4- (4-7^7xy + -» *yj > (5 4m g) t 
rf!SS D a D©4- t e r t -7*f-;l/3cJft£lt (1 0 2mg) £N, N-e^*;U*;U 
A7; K (3ml) Iw^L^. l-xf-;U-3- (3' -Vtf-hTiJ? 
nt°;U) *7;U*"v>V S (1 0 6mg) MgKT6B#Rgft#lfc 

SU H&0J5 1 ilHl^cD^r.toTllSSIL. &m<D4t£®Z2 9mg, iR« 
3 5 %-C'&tz 0 

1 H-NMR (CDClg, 90 MHz) : 6 1. 36 (s, 9H), 
4. 05 (s, 3H), 4. 08 (s, 3H). 6. 48 (d, J=5. 3Hz, 
1H), 7. 1-8. 1 (m, 11H), 8. 49 (d, J = 5. 3Hz, 1 H) 

m&ftmm (FD-MS, m/z) :4 5 6 (M + ) 

mmmi 5 9 

N- {4- [(6, 7-^h4->-4-^'J^) 7x-;W -N 

(4- t -yf^7x-;l/) K (15 6) 

mmmibsnn^titzN- u- c (6, 7-^h^>-4-+;'j;w 

7x-;U} - (4- t -^7x-^) ijJlt^V-i K (lOOmg) 
£N, N-i?yf;l/*M7; K (3ml) fcaMPLfcflU TK^b^h'J-fA 
(lOmg) *flD;U 0^{CTlB#Ra«#L*:SU a-Mt^^U (31mg) £ 
ira**&fc3B#IBHI#L*:o HiW5 1i»S^aot^S!U £S<D>ft 
»4 8mg, JR^4 6%T-m^o 

1 H-NMR (CDC 1 3 , 90MHz) .6 1. 2 8 (s, 9 H) , 
3. 54 (s, 3H), 4. 04 (s, 3H) , 4. 05 (s, 3H) , 
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6. 32 (d. J=5. 3Hz, 1 H) , 7. 0~7. 3 (m. 8 H) , 

7. 42 (s, 1H), 7. 50 (s, 1 H) . 8. 47 (d, J=5. 3Hz, 
1H) 

Sfi^-flfH (FD-MS, m/z) :4 7 0 (M + ) 
fUfefll 16 0 

N- (4-t-W7x-;i>) - {4- [ (6, 7 -if/ Y*is-4-*J 
D;l/) 7*^.;U} ^M!±jJ K (15 5) 

4- (6. 7 -if / h*«>-4-*y (5 4mg) irf: 

IRS0 4- t e r t -7*fMU7— U > (1 0 2m g) £N, N- if/ 
7; K (3ml) fc»»L*:8U 1 -xf-;U-3- (3' -*Jt*)\,T%S7a 
h°;u) *;u#^-f 5 TOOti! (10 6mg) gS(cT6^«^L^ 
Hifc#J5 lt^«©»ft^«koT«l!!U Sl©M*2 9mg, H££3 5% 

1 H-NMR (CDClg, 90MHz) :<51. 34 (s, 9 H) . 
4. 03 (s, 3H), 4. 06 (s, 3H), 6. 57 (d, J=5. 3Hz, 
1H), 7. 2-8. 1 (m, 11H), 8. 55 (d, J=5. 3Hz, 1 H) 

m&fttirm (FD-MS, m/z) :45 6 (M + ) 

mmmi6i mmw) 

2- (6, 7 -if / Y*i/-A-*J UAQ -2- (4 -T'o*? *-;U) 7 
•ir h - h U )l 

rtiSS0 4-^D*7i-;U7-b h- h V;U (4. 3 g) £ hJlx.> (10ml) 

c»»u (racsflteTtffctu TKS^hu^i, (i. og) ^3tax.50t: 
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(2. 2g) 5B#IHM#&> **S^l^f-;bT?tttbLfco fcTKiftg 

*MSAT?iai8u £*S£g£U M*^**>/WHxf-A- (2/1) T 

8 5 Omg. iR$2 2%-e^^o 
1 H-NMR (CDC l 3 , 9 0MHz) : 6 3. 6 6 (s, 3 H) , 

3. 80 (s, 3H), 5. 40 (s, 1 H) , 6. 74 (s, 1 H) , 6. 9 
~7. 4 (m, 6H), 8. 54 (d, J=4. 6Hz, 1 H) 

St^KfKFD-MS, m/z) :3 8 2 (M + ) , 3 8 4 (M + +2) 

fUfefl] 16 2 (#^J) 
6, 7-^h^->-4- (4-7p^7zz;Mf;l/) *y 'J > 

nmmi 6mmt>ntz2- (6, i-v* h*->-4-*yi>;u) - 2- 

(4-yot7x-;l) h-h (8 5 Omg) £ 6 0 KlK!fe*&ft (5 

*U SM^no^A/y^;-;!/ (10 0/1) i?H5Bt*->U*y;u* 
h^77^ -lc«k*)«l«U mm<z>it&®*2 6 Omg. TO 3 3% 

1 H-NMR (CDC1 3 , 90MHz) :<53. 90 (s, 3 H) , 

4. 0 2 (s, 3H) , 4. 3 1 (s, 2H) . 6. 9-7. 5 (m, 7H) , 
8. 63 (d, J=4. 4Hz, 1 H) 

®S#tfr4i (FD-MS, m/z) :3 5 7 (M + ) . 35 9 (M + + 2) 
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6, 7-^h*->-4- (4 - h 'J -n-^f^X»r.t7x-^y ^;U) 
4-y 'J > 

7;Hr>gfflMT, £16011 6 2Ti§£>*l*:6, 7->'n + ->-4- (4- 
^nt7x^Mfi) 4>"J> (2 5 0mg) *fh7tKo77> (4ml) 
K&fBL- 7 8^3: T-^L^ 2. 5MOn-yf ;MJf 7A^\+t>^ 
(0. 3ml) ZMTLltifffiiftftltLo rh7t Ko77> (1ml) 
Kmmitzi&it h U - n -T^UxX^jffiTU -7 8lCT2B*iaaWLfco tK 

atSr^+^/Sl^xf-^ (3/1) -eJg§8-r^v/U^y^^7 7A^a-7 

1 H-NMR (CDClg, 9 0MHz) : <5 0. 7-1. 6 (m, 2 7H) , 
3. 88 (s, 3H), 4. 02 (s, 3 H) , 4. 34 (s, 2 H) , 7. 0 
~7. 5 (m, 7H), 8. 63 (d, J=4. 6Hz, 1 H) 

H»J1 6 4 

{4- [(6, 7-v^y h^->-4-^y U;u) 7x-;u} (4-t 

-71-JI7 t?jy (16 2) 

$S*m6 2Tfit>nfc6, 7-^ h*->-4- (4 - h 'J - n 

*yj> (8 2mg) , mBS®4- t -yfM//^ 
;^D'JK (3 1mg) fe^C^fcfeiSaiCDt'T, (h'J7x-^X7-f» ,<?y 
7A (II) ?n'J K£?on*;UA (3ml) KjfflHU Jn^iS^T. 1 5B#fig 

^*t>/i«if^ (2/1) ^gStSSS^oTh^^-ic^fg 
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1 H-NMR (CDC1 3 , 90MHz) .61. 36 (s, 9 H) . 
3. 91 (s, 3H). 4. 03 (s, 3 H) , 4. 45 (s, 2 H) , 7. 0 
~7. 9 (m, 11H), 8. 66 (d, J=4. 4Hz. 1 H) 

SCftfttfHI (FAB-MS, m/z) :4 4 0 (M + +l) 

H«J 16 5 

N- (4-7^a7x^) -N' - (4- [ (6, 7-2/ h*->-4- 
±yjM0 t±21 7*-M ±*V±Z (2 0 3) 

6. h**>-4- (4-7i;7xy + -» (1 0 Omg) 

£h;Ui> (10ml) fcfln&&Jj¥Lfc&x 4-7^D7xiAW;«>7 
*-b (5 2mg) £fln;L> 2 43IWjDftSttL*:o «SE*^a 
D*;UA/V*y-;U (1 0 0/1) TSgg-f * •> II ?Wl>2/7 A? ov 

1 H-NMR (DMSO-dg , 500 MHz) .6 3. 93 (s, 3 H) , 
3. 95 (s, 3H) . 6. 50 (d, J = 4. 9Hz, 1 H) , 7. 1 5~ 
7. 2 5 (m, 4H), 7. 4 0 (S, 1 H) , 7. 4 7-7. 5 0 (m, 3 H) 
, 7. 59 (d, J=8. 6Hz, 2 H) , 8. 50 (d, J=5. 5Hz, 
1H). 9. 80 (brs, 1 H) . 9. 84 (b r s, 1 H) 

Wmftftm (FAB-MS, m/z) :4 5 0 (M + +l) 

mmm 1 6 6 

1- (4-7;l/to7x-;l/) -2->7V-3- {4- [ (6, 7-V* h 
*f-4-*;W *±*2 7z-M f7-yy (2 04) 
H»J1 6 5T*IbtlfcN- (4-7Md7x^) -N' - {4- [(6. 
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7-5» h*«>-4-*/ »J;U) 7z-;H ^*"7U7 (3 3mgK 

^•>^D^i/;U^;U,i<^-r i K (3 lmg) „ HMHoy-fyya^xfi 
T^>^{k^^L/> (10ml) izfeMLtio CCCTHF (1ml) KfcA? 
lfc*>7*$ K (16mg) *JBiSai?-Wl#LA:o &&£®£U 
?no^A/^;-;l/ (1 0 0/1) -CBBB-i-Sv/U AWtA^dt h 

1 H-NMR (CDClg, 90 MHz) : 5 4 . 03 (s, 3H), 
4. 05 (s, 3H), 6. 50 (d, J=5. 1Hz, 1 H) , 6. 8~ 

7. 6 (m, 10H), 8. 52 (d, J=5. 3Hz, 1 H) 
II^StKFD-MS, m/z) :457 (M + ) 

N- (2-7;l/tQ7x-Jl/) -N' - {4- [ (6, 1- : J* h*>-4- 
*yp;U) 7x-Jb) ^*frU7 (2 0 5) 

6, h ^ > - 4 - (4-7U7x; + -» *y U > (1 0 Omg) 

£h;Ux> (10ml) lctaH&»#LfcflU 2-7;l/ta7x-;bWv>7 
*-h (0. 0 5ml) £Jd;U 2 4 IBHraHWB«E L fc e &&£®£U 
^oo*;l/A/y^y-j|/ (1 0 0/1) ^8H*Si' , J*y;l/*5A*nvh 
^7^ -fcitJllMU ii^k^6 6mgx 45^ 4 2 %T*#jt 0 

1 H-NMR (CDClg, 90 MHz) : 8 4. 03 (s, 3H), 
4. 05 (s, 3H). 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 

8. 0 (m. 10H), 8. 53 (d, J=5. 1Hz. 1 H) 
Matftt (FAB-MS. m/z) :4 5 0 (M + +l) 
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fUfePJ 16 8 

1- (2-7;U*P7x-;U) -2-^77-3- {4- [ (6, h 
*\/-A-*J *))V) ±±±2 Z±=M 9"7- : Jy (2 0 6) 

nmmi6 7T~nt>titzN- (2-7***7 -n' - {4- [(6, 

7-v>V h + >'-4- + / U;lO 7i-M **9l/7 (4 2mg) N 

^i/^o^*^*^**^ $ K (3 7mg) . IftjliCyVv^Dt^xf;!, 
7^>^b^f-b> (10ml) KmmitZo CCCTHF (1ml) IC^jj? 
Lfc<>7:M K (2 Omg) £fln*M£T'-Bfea!# L tz a fc&£®£U ££££ 
?nnWA/^;-i (10 0/1) T'Mm-fZi'VfifJl'ti^I*?*-? b 
y?7< -iz&t)m®L Sg©ft£83£4 1mg, iR$9 9%-e*#7t 0 

1 H-NMR (CDClg, 90MHz) : 6 4. 0 4 (s, 3H) , 
4. 06 (s, 3H). 6. 53 (d, J=5. 3Hz, 1 H) , 7. 1~ 
7. 6 (m, 10H), 8. 47 (d, J=5. 3Hz, 1 H) 

M#$fll (FD-MS, m/z) :45 7 (M + ) 

$mm 16 9 

N- (2-^ ht->7x-;l/) -N' - {4- [ (6, 7 -it* h*->-4- 
^rJ^))V) t±i/\ 7*-M ±*2±7 (2 0 7) 
6. 7-9* h+^-4- (4-7;;7x; + -» +/'J> (1 0 Omg) 

%bj\,jL> (lomi) iztemtmitiV^ 2-/ h^v/7i-^-<V">7 

*-h (0. 0 5ml) ttiaz., 2 4BffflmmXML1z 0 &&£S£U 
5uu*)\,U/i * J-)\, (1 00/1) TSBS-rSi/U^y^^^A^D^ h 
y?7 4-lz±*)mmU £®©ft£«l£7 8mg. W.m5 0%T''&tz o 
1 H-NMR (CDC 1 3 . 90MHz) :<5 3. 8 6 (s, 3H) , 
4. 04 (s, 3H). 4. 05 (s, 3H), 6. 52 (d. J=5. 3Hz, 
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1H), 6. 9-8. 1 (m. 10H), 8. 52 (d, J=5. 1Hz, 1 H) 
(FAB-MS. m/z) :4 62 (M + +l) 

nmwi 7 o 

N - (2-^ =f-)\,1 3.-)V) -N' - {4- [ (6, 7-'Jjt HrS/-4— 
J U;U) 7x-;t| f*g_U7 (2 0 9) 

6, b*is-4- (4-7;/7x; + y) */ 'J > (8 Omg) £ 

h;Ux> (10ml) KiiD*!l*#LfcSU 

h (0. 0 4ml) fcfln*.. 2 4B#HJn*aSiftLfco *»E£B*U &m&9n 

(10 0/1) -esiaf-Si/'J *yVU*7A^o-7 

1 H-NMR (CDC1 3 , 90MHz) : (5 2. 38 (s, 3 H) , 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 50 (d, J=5. 3Hz, 
1H), 7. 1-7. 8 (m, 10H), 8. 50 (d, J = 5. 3Hz, 1 H) 

nmftVrm (FD-MS, m/z) :44 5 (M + ) 

fUfe0U7 1 

N— (3-y f-;U7^-;b) -N / - {4- [ (6. h*>-4-* 
y U;U) frjj/] (2 11) 

6, 7-vy h + v-4- (4-7W7x;*'» +y'J > (8 lmg) £ 
hJlJ^y (10ml) KMmmLt:&* 3->7 v ;l/7x^ft^ V ->7*- 
h (0. 0 4ml) *Jo;U 1 5£P£im&iBflEL*:o ®&£S£U g2I£*n 
n*;UA/y */-;U (1 0 0/1) •egKt5 > > l J^W7A?D7 Y>fy 
7 4-lz£?)mmL «B©fk^ft*6 6mg. iR$* 5 5 %-e*#fc 0 

1 H-NMR (CDC 1 0 , 90MHz) : 5 2. 40 (s, 3 H) , 
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4. 03 (s, 3H), 4. 05 (s, 3H), 6. 52 (d, J=5. 1Hz, 
1H), 7. 1-7. 8 (m, 10H). 8. 51 (d. J=5. 3Hz, 1 H) 
ttAVim (FD-MS, m/z) :44 5 (M + ) 

m®Ml 7 2 

1- (2-yf;l/7x-^) -2-->77-3- {4- [ (6, l-i?th* 
■>-4-*y 'j;l) 7xx;u} ^7~-^> (2 1 0) 

HJife^Jl 7 (2-y^;U7x-;tO — N' - {4- [(6, 

h + ->-4- + y »J;10 7j.-M **WT (2 4m g) , 

iti/?n^*i/jl,t;jlfjy( i K (4 5mg) , 77°o t^Ux^^ 

7;>^M>fU> (7ml) Kj£8¥Lfc 0 CCIcTHF (1ml) KfgjgL 
tzi/Ti-i K (2 8mg) L fc 0 &$£g£U 

no^^A/y^y-^ (1 0 0/1) T'Jg^-r-Sv/'J^yVU^^A^ns'h^ 
7^ -d«f;*9^U &m<Dit&®}*l 8mg, iR$ 7 6 %T'f#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) .8 2. 3 6 (s. 3H), 
4. 03 (s, 3H), 4. 04 (s, 3H) , 6. 46 (d, J=5. 5Hz, 
1H) , 7. 3 0-7. 4 5 (m, 9H) , 7. 5 0 (s, 1 H) , 8. 4 9 
(d, J=4. 9Hz, 1H) 

%m#mm (fd-ms, m/z) =453 (m + ) 

HKWl 7 3 

1- (3-yf-;U7x-;b) -2->7y-3- {4- [ (6, 7-->V 
v-4-*7'J;lQ 7^-;b} y7-->> (2 12) 

H»Wl7 17j|bnfcN- — N' - {4- [(6, 

7-v>> h*->-4_*y 7l ;;H ff)U7 (1 8mg) % 



WO 97/17329 



152 



PCT/JP96/03229 



y'>?D^i/;WW:^i K (3 5mg) > fck&S© *J4 77o t'J^f-Jl 

7i>^mu9u> (6mi) tzmmtizo cccthf (imi) izmrnt 

5/7^5 K (2 3mg) *JniSST?-lft«» L fc 0 &$£S£U 
oo^M/y ^y-;U (1 0 0/1) >'J^7V*;U^7A^ n -7 

7 7<r-lCfc»>»8!{U »{b^l9mg, iR$9 5%Tl#fc 0 

1 H-NMR (CDClg, 5 0 0MHz) : 6 2. 3 8 (s, 3H) . 
4. 03 (s, 3H), 4. 04 (s, 3 H) , 6. 48 (d, J=5. 5Hz, 
1H) , 7. 10-7. 4 5 (m, 9H) , 7. 5 1 (s, 1 H) . 8. 4 8 
(d, J=5. 5Hz, 1H) 

(FD-MS, m/z) :4 5 3 (M + ) 

mm 1 7 4 

4-bKot'>7x-Jl/ 3-h'J7^ot4->7x-;l/ » h > (#%flj) 
106812 2 TffrtM - h 'J-n-y^^>-l -y h + y^;b7x;-;b 
(1. 3 g) tmBSa°®4- (h »J7;M-oy h + v/) ^>;/V;U ^nn'O 
\AOU?oUK (6 7 4mg) ^^dd^M (5ml) KjgfBU rfflRSOtf 
X (hij7x^X7^ » ^7^7A (I I) ?niJK (8mg) £A*U 

lB&MLrco KfcM&mzmzm2 s tmmofrm'eftmtzmizx.bmzx- 

(2. 0g) h?t Kd77> (4ml) tK (5m 1) <t 6 N 

mStokfflL (1 5m 1) Z1iaA.X 8#ffiMMltZo Rl&S.&QlZfct 9 u n*j\, 
AT-#®U ^ao^;bAS^8SKT^^-7A-e%*^ «EET8«ES£LT 

-fc«fc*>»»u mm>it&®*2. i g^fco 

K*&*r« (FD-MS. m/z) :2 8 2 (M + ) 
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(4-M)7^an4->7i-;l) {4- [(6, 7--^n^->-4- 
*J IW 7x-;b} y > (2 8 4) 

HJS0J1 1 77ifc4-t Kn + i/7xiA 3 - h U 7^tDt+ , >7x- 
JU >r\>y (5 8 1mg) irtjBSD a D©4-^y ^ J f'J (2 7 7mg) 
£*->U> (2 0ml) ^AtU 7;U=/>»toTM*«#L*:o 1I$H1»4- 
?do-6, 7-v^ h + ->+yj > (4 6 Omg) £flQ;U 2 4^MAlMtimE 

h^77^ -ICk&ftaigU Mi^oD^^A/pfxf^ (5/1) T- 

s&ji •> u # o h ^5 7 * - K«t $ nisi u mm<o<t&m* 

4 7 Omg, JR$4 9%Ti#*:o 

1 H-NMR (CDC1 3 , 500 MHz) : 6 4. 03 (s, 3H), 
4. 07 (s, 3H), 6. 66 (d, J=4. 5Hz, 1 H) , 7. 28 (d. 
J = 8. 5Hz, 2H), 7. 35 (d. J =8. 7Hz, 2H), 7. 46 

(s. 1H), 7. 47 (s. 1H), 7. 89 (d, J=8. 5Hz, 2H), 
7. 92 (d, J=9. 2Hz, 2 H) , 8. 59 (d. J=4. 5Hz, 1 H) 

MfeWHl (FD-MS, m/z) :4 6 9 (M + ) 

H»J 17 6 

4-^ h^->7x-;b 4-3 - K7x-;b » h > (#%fflj) 
ffJB5n D n 0^hn^ ^> (10ml) 7fflR,S<D7-7-;U (1. 0 8 g) t 
Wd04-3-FK>^/^D'J K (2. 6 7g) irUBSS©^ yf7l/b*9 

A (I I I) h 'J7^ny *>x;U**- h (6 2 Omg) ^Jn^> 6 0^1 
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1 5 4 

TlWLf: 0 K&mGQlttt? on*Jll>X'ftm&. 9an*)U>m&m 

^7 2 2mgx C*2 1967»fc 0 
JM#tfrtt (FD-MS, m/z) :3 3 8 (M + ) 

H»J1 7 7 

4-bF'o^->7x^l/ 4-3- K'7x-;l ^h>(#%ftD 
HJfcPJl 1 9-?ntz4-/ h + ->7x^ 4-3-F'7x-A >rh> 
(7 2 2mg) ^-^do^> (2 0ml) i;&ft?U tK^TI. 0M*o> 
hVZfui K-^dd^« (9ml) £AD;i. IS*IffLto 

ft&$)£3 8 Omg, JR*5 S%T~ntz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 89 (d, J = 
8. 6Hz, 2H). 7. 44 (d, J=8. 5Hz, 2 H) , 7. 65 (d, 
J=8. 6Hz. 2H), 7. 92 (d. J = 8. 5Hz, 2H), 10. 47 
(s, 1H) 

gi^Uft (FAB-MS, m/z) :3 2 5 (M + +l) 
IBfcflll 7 8 

{4- [(6, iszll H^'>-4-4-yj^) ±±23 y^-M (4-3 

- K7^_;U) > (2 8 5) 



WO 97/17329 



15 5 



PCT/JP96/03229 



>r\?y (3 8 Omg) t4-i?/1-Jl7i J f'J v> (1 5 8mg) £ 
*>l/> (11ml) ^Atl^^Jt^Lfco 2B#^4-^ou-6, 7- 
•^y h + y+;u> (2 6 2m g) Ztiaz.. l®.mm&mitz 0 

?y7<(-iz£t)mm&. Mlc? oo*;U/^ixf;b (5/1) TJg^tS 
^JlC^y^o^h^^-KJ^raSliU &m(D<b&®)Z4 5 9mg, 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 03 (s, 3 H) , 
4. 0 7 (s, 3H) , 6. 6 6 (d, J =4. 9H z, 1 H) , 7. 2 7 (d, 
J = 7. 6Hz, 2H), 7. 46 (s, 1 H) , 7. 47 (s. 1 H) , 
7. 54 (d, J=8. 6Hz, 2H) , 7. 88 (d, J=7. 9Hz, 2 H) 
, 7. 90 (d, J=8. 6Hz, 2H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

%m$mm (fd-ms. m/z) : 5 1 1 (m + ) 
mmmi 1 9 

rf?l5n n n©-ha;<*> (10ml) ^ rURSOT- V-;l/ (1. 0 8 g) £ 
miS D c a0 4-rn^'<>'/-r;l,^a>; K (2. 2 0 g) <tmiRa©-f y r-;Uf«> 
A (I I I) h ij7Ma^>XM4- h (6 2 Omg) £flD;L N 6 OVlz 
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6 5 g^ iK$5 7%Ti#£o 
1 H-NMR (CDC 1 3 , 500 MHz) : 6 3. 89 (s, 3H), 6. 
97 (d, J=8. 6Hz, 2H), 7. 62 (d, J = l. 8Hz, 2H), 

7. 62 (d, J = l. 8Hz, 2H), 7. 80 (d, J=9. 2Hz, 2H) 

nmftVrm (fd-ms, m /z) = 2 9 0 cm + ) ,292 (m + + 2) 
mmm 1 8 0 

4-bKn^->7x-^ >r h > (#%ffj) 

(1. 6 5g) ^^^dd^> (2 0ml) i:?§iU MTl. 0M*o> 
h'j7*o; F-^oD^>gij[ (2 3m 1) £JjO;t. M^a^Lfco lBfc 

(Dit&m* 1 . 3 4 g ^ 8 5 %-cmtz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 56. 90 (d, J = 

8. 5Hz, 2H). 7. 61 (d, J=8. 5Hz, 2 H) , 7. 66 (d, 
J=8. 6Hz, 2H). 7. 74 (d, J=8. 5Hz, 2 H) , 10. 46 
(b r s, 1H) 

Sfi^tfHS (FD-MS, m/z) :2 7 6 (M + ). 2 7 8 (M + + 2) 

mmm 1 8 1 

{4- [ (6, 7--J/ Y*y-A-*J 'J AO 7x-;H (4-7 

n^7^_;U) y 9 J y (2 8 6) 
7;U=f>^T. H»J1 2 3T^fc4-t Ka+->7x-;b 4-7*cnr7 
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x-;U ^rh>(l. 1 82g) t 4- V* i J f'JS?> (5 7 3mg) 
£*;/U> (3 7ml) *^Ani£WLfco 3 0$H*4 no-6, 7 
-i^ l>*->*y"J> (9 5 4mg) ZtiaA., lWaMMMliZo BUtiRGm* 

o**A/ftixf^ (5/i) vm®tmmi'<)Ji¥Ji?n^hy7y<- 
K.**>imu m©m*i. 5 74 g. 9%mfc 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 0 5 (s, 3H), 
4. 0 6 (s, 3H) , 6. 6 6 (d, J =4. 9 Hz. 1 H) , 7. 2 7 (d, 
J=8. 6Hz, 2H), 7. 46 (s. 1 H) . 7. 47 (s, 1 H) , 
7. 65 (d. J=7. 9Hz, 2 H) . 7. 70 (d. J=8. 5Hz. 2 H) 
, 7. 90 (d, J=8. 6Hz, 2 H) , 8. 58 (d, J=5. 5Hz, 1 
H) 

Wmftftm (FD-MS, m/z) :4 6 3 (M + ) . 4 6 5 (M + + 2) 

mmm 1 8 2 

{4- [(6, 7-v?y h*->-4-*y UJlQ 7x~;W [4- 

(N-^^^e^7->v) 7x£jj (2 8 7) 

>rh> (2 3 2mg) £h;Ui> (5ml) 4"^A*U MfcrfrlRS® N 
-**)lf<7i?> (6 lmg) , th'J^A t -7r*->K (6 7mg) > 
(h'j7z-;^X7^ » A*7i?7A (I I) 7dij K (7mg) fctn*. 
fcSU 1 0 0W1 7B#p H 18t#L*:o ElGffi£4&*tS»*fl:*- h 'J 
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EET*ttS4fc»&ttfcSHt*x ^do*W^;-* (10X1) TgM 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 2. 3 7 (s, 3H) , 
2. 58 (t, J=5. 5Hz, 4H), 3. 41 (t, J=5. 5Hz, 4H) 
, 4. 04 (s, 3H), 4. 06 (s, 3H), 6. 63 (d, J = 4. 9H 
z, 1H), 6. 92 (d. J=9. 2Hz, 2H), 7. 25 (d, J = 
8. 5Hz, 2H), 7. 45 (s. 1 H) . 7. 51 (s, 1 H) , 7. 81 

(d, J=8. 5Hz, 2H), 7. 87 (d, J=8. 6Hz, 2H), 
8. 5 6 (d, J =4. 9Hz, 1 H) 

Sfi^™(FD-MS. m/z) :"4 8 3 (M + ) 

HJfe^J 1 8 3 

{4- [ (6, 7-^ht^-4-ty^)^->]7x-^} [4-€- 
)±±22Z*=M (2 8 8) 

>rYy (2 3 2mg) £h;L.x> (5ml) 4^A*U JEtmiiS©* 
/b*«J > (52mg) ^ 7-h'J-7A t K (6 7mg) x ( h U 

7xzW77-(» '<7i?02* (I I) ?n'J K (7mg) ^-tin^fc^ 
1 0 0 W 1 L fco Kftfi£«i*tSffil8tf fc* h 'J -7 l*im®. 1 1 n n *;U 

* n d *;UAJf «7 A-?S£$ L7to 

*»»&n/:g|*^ ^nat^A/ftixf^ (5/1) T?BBB-T*W12/ U 
*WD7l«/77-( -(CkOHSJL. »M?r3 2mg, JR^l 4% 

X H-NMR (CDC1 0 , 5 0 0MHz) : <5 3. 34 (t, J=4. 9H 
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z, 4H), 3. 88 (t, J =4. 9Hz, 4H), 4. 04 (s, 3H), 
4. 07 (s, 3H), 6. 64 (d, J=5. 5Hz, 1 H) , 6. 92 (d, 
J=9. 2Hz, 2H), 7. 26 (d, 5 = 7. 3Hz, 2 H) , 7. 83 
(d, J=9. 2Hz, 2H), 7. 87 (d, J=8. 5Hz. 2 H) , 
8. 56 (d, J=5. 5Hz, 1 H) , 7. 49 (s, 1 H) , 7. 51 (s, 
1H) 

Ii^I(FD-MS, m/z) :4 7 0 (M + ) 

mmm 1 8 4 

(4- [(6, 7-y> h^->-4-^; U;i/) tt^] 7x_;l/} [4-h° 
p'J vV7x-;U] (2 8 9) 

i^;b yh> (2 3 2mg) %h)l^> (5ml) nf^Aft. MKmiSS© t° 
o'Jv> (4 3mg) . ^h'J^A t-7h*->K (6 7mg) , fx ( h >J 
7x-M7>7^» (I I) 7D'JF (7mg) £lJQiLtz'&^ 10 

o w i l tz 0 Kfcm.&mztmi&fci- v y * ^dd*u7 

Mn7h^77^ -KJ^flSSiU mm(D4t&®£4 5mg, iK$2 0%TH 

/Co 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 2. 0 5-2. 0 8 (m, 4 
H) , 3. 38-3. 41 (m, 4 H) , 4. 04 (s, 3H), 4. 06 (s, 
3H), 6. 57 (d, J = 9. 2Hz, 2 H) , 6. 62 (d, J=4. 9H 
z, 1H), 7. 24 (d, J=8. 6Hz, 2H), 7. 45 (s, 1 H) , 
7. 52 (s, 1H) , 7. 82 (d, J=9. 2Hz, 2 H) . 7. 84 (d, 
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J = 8. 5Hz, 2H). 8. 55 (d, J=4. 9Hz. 1 H) 
KfitftfHI (FD-MS, m/z) :4 5 4 (M + ) 

^Sfe^J 18 5 

{4- [(6, 7-y7h^^-4-t;'J^) t^->] [4-b° 

^■jy;7xz;b] (2 9 0) 

7^3*>^Ts 2 3T-||fc4-t KD+y7x^;l 4-7o^7 

*:=jU yh> (2 3 2mg) £h;bx> (5ml) 4>^A*U Ml^mi^© b° 
(5 lmg) . * h 'J -7 A t -7h*-> K (6 7mg) . h'X ( h <J 
7x-U77^ » ><=7 : 3*}l± (I I) ^d'J K (7mg) ZtQZ-tl'&^ 

i o o i ffrmw l fco B.i&m&yizmftmti- v >; 9 A7k&&<t ? a a *;u 
*»»^tifcajit*^ 9x3u*>\,A/mt3-*)\, (5/i) -esurrsiSJiv/'j 

^>f';^D7h^77^ -£«fc!3ffif!{U Si©^ft*75mg> K$32% 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :tfl. 68 (brs, 6 H) , 
3. 38-3. 39 (m, 4 H) , 4. 04 (s, 3 H) , 4. 06 (s, 3 H) 
, 6. 63 (d, J=4. 9Hz, 1 H) , 6. 89 (d. J = 8. 6Hz, 
2H) , 7. 2 5 (d, J =8. 5 Hz. 2H) , 7. 4 5 (s, 1 H) , 
7. 5 2 (s, 1 H) , 7. 8 0 (d, J =9. 2H z, 2H) , 7. 8 6 (d, 
J=8. 6Hz, 2H). 8. 56 (d, J=4. 9Hz, 1 H) 
(FD -MS. m/z) :4 68 (M + ) 
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N- (2-/ hty-4-b'7x-;^) ~ N' - {4- [ (6, 7 - ->V 
->-4-^yj;U) 7x-;^) frU7 (2 2 2) 

6. 7-v^ h + >- 4 - (4-7^7x7 + -» +y U> (5 2mg) £ 
h;Ux> (5m 1 ) h'JxWiXlml) h 'J "7 

*W> ( 5 2 m g) £Jn;U 2 ^P^jDMiiM L fz 0 KfEifcfc 2 - > h * - 4 
-\iy^-JUT i y (1 0 3mg) Ztiaz.^ 1 Zfimm&MMltZo KfomzBi 
b »J *A*»«£Jii;U ftKxf-;U7?2IsIJ4ajL^W«Ui*ISft*tS 

n*;UA/7-feh> (10/1) TflHti^^TO^A^DVh/^T-f 
-twiOlltjU gg©{t£»8 9mg, iR$9 8%tifc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 6 7 (s, 3H) , 
4. 00 (s, 3H), 4. 04 (s, 3H), 6. 44 (d, J=5. 5Hz, 
1H), 6. 86 (d, J=8. 5Hz, 1 H) , 7. 10 (d, J=8. 6H 
z, 2H), 7. 21-7. 37 (m, 4H), 7. 43 (s, 1 H) , 
7. 53-7. 59 (m, 5 H) , 7. 79 (s, 1 H) , 8. 41 (s, 1 H) 
. 8. 48 (d, J=4. 9Hz, 1 H) , 8. 53 (d. J=2. 4Hz, 
1H) 

JM£*T« (FD-MS. m/z) :521 (M + ) 
fSfcflll 8 7 

N- (2, 6-^V?'d^7x-;I/) -N' - {4- [ (6, 1jz2J. t 
*v-4-*y >J;t/) t^i/] OUT (2 2 3) 

6, 7-vV h*i/-4- (4-7;;7xy+-» *y U > (5 4mg) £ 
bJ^> (5ml) fc»»U MJx?-;U7$> (1ml) SrJjD*.*:^ h ij 7 
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(5 3mg) ^UqpL, B^WDMMMlfZc K£tt«c2. 6-5MV7 
o t°;U7-'J > (0. 0 5ml) *Jo;U 1 5 #IHM0JI(«to L fc 0 RJ&ttfc&B 
h 'J *A7K»tt*tl0*.x S^»x^;bT-2(5]J4dtiL^^Wt8®«:ta?D^7K 

*;l/A/7Hrh> (10/1) Tg^S:/ 11*7^*7 7 A? 0-7 h/77>f - 

1 H-NMR (CDC l 3 , 5 0 0MHz) : 6 1. 2 6 (m. 1 2 H) , 
3. 3 9 (m, 2H) , 4. 0 3 (s, 3H) . 4. 0 4 (s, 3 H) , 
6. 09 (brs, 1H), 6. 28 (brs, 1 H) , 6. 42 (d, J = 
5. 5Hz, 1H), 7. 08 (d. J=8. 5Hz, 2 H) , 7. 26 (m, 
1H) , 7. 2 9-7. 4 0 (m. 5H) , 7. 5 3 (s, 1 H) , 8. 4 6 

(d, J=4. 9Hz, 1H) 

I1MKFD-MS, m/z) :4 9 9 (M + ) 

mmm 1 8 8 

N- (2-?on-4-- h D7x-;U) - N" - {4- [ (6, 7-v^ h 
t'>-4-»yj^) jMrvJ Z^£J!kl ^ l/7 (2 2 4) 

6, 7-^f + ->-4- (4-7i y 7x; + -» +y U > (1 0 4mg) 
£h;bx> (10ml) ICjta&jg#L£&x 2-?on-4--hn7i-M 
vm- h (1 5 Omg) £2KPU 1 0#HJD*^MLfc o #?tb LTfcfcJgfi 

ioo KT»fc 0 

X H-NMR (DMSO-d 6 , 500 MHz) : 6 3. 94 (s, 3H), 
3. 95 (s, 3H) , 6. 46 (d, J=5. 5Hz, 1 H) , 7. 24 (d, 
J = 9. 2Hz, 2H). 7. 38 (s, 1 H) , 7. 51 (s, 1 H) , 7. 
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62 (d, J=8. 6Hz, 2H), 8. 23 (m. 1H), 8. 35 (m, 
1H), 8. 46 (d, J = 5. 5Hz, 1 H) , 8. 57 (m, 1 H) , 
8. 84 (b r s, 1 H) , 9. 8 5 (b r s, 1 H) 
ffft&#rtt (FD-MS, m/z) : 4 9 4 (M + ) . 4 9 6 (M + + 2) 

mmm 1 8 9 

N- (3-^oo-2-y h*->7x-;U) -N / - {4- [ (6, TjzJL* 
Y*i/-4-*J 7x-ib) 7 1/7 (2 2 5) 

6, 7-v> h**>-4- (4-7;;7xy+'» *;U > (5 8mg) * 
h;Ux> (5ml) fcJn*l**?Lfc8U 3-?nn-2-y h^i/7x-MV 
•>7*-h (0. 1m l) £flD*.> 2 2#P&ta&fiMlfco ^7DD^i, 

/7* h> (1 0/1) 5 •> 'J * 7i*^DTh^57>f -|C«fc*3 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 3 (s, 3H), 
4. 02 (s, 3H). 4. 05 (s, 3H) , 6. 47 (d, J=5. 5Hz, 
1H), 7. 01-7. 06 (m, 2 H) , 7. 15 (d, J=8. 5Hz, 
2H), 7. 43 (s, 1H), 7. 52 (d. J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 81 (s, 1 H) . 8. 16-8. 19 (m, 2 H) 
, 8. 5 0 (d, J =5. 5Hz, 1 H) 

M£#ftt (FD-MS, m/z) :4 7 9 (M + ) , 48 1 (M + + 2) 

Wm 19 0 

N- (2 na-6 -y ^7x->)U) -N' - {4- [ (6, 7-v>V h 
^j>-4-^yj;l/) j 7x-;b) »U7 (2 2 6) 
6, 7-S*y h+^-4- (4-7i;7x; + '» +>"i> (5 2mg) * 
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K;Ujc> (5ml) lz1]afmMltz'&, 2-^DD-6->f^7x-MV> 
7*-h (0. 1ml) SrfllPU 1 7»MJBlMS«EL^o At* LT*fc»a£» 
3KU h;Ui>-C^1-SC:i{w«J:0a®©^«6 lmg, iRj£7 4%TiH 

1 H-NMR (DMSO-d 6 , 500 MHz) :<52. 28 (s, 3H), 
3. 94 (s, 3H), 3. 94 (s, 3H), 6. 43 (d, J=4. 9Hz, 
1H), 7. 18 (d, J=9. 2Hz. 2H), 7. 2 0-7. 3 6 (m, 3 
H) , 7. 38 (s, 1H), 7. 52 (s, 1 H) . 7. 59 (d, J=9. 
2Hz, 2H). 7. 98 (s, 1 H) . 8. 45 (d. J=5. 5Hz, 1 H) 
. 9. 0 3 (s, 1H) 

KftfttfHI (FD-MS, m/z) :4 6 3 (M + ) , 4 6 5 (M + + 2) 

W&mi 9 1 

N- (3-»on-6-> ht->7x-;l>) -N' - {4- [ (6, 7-i?/ 
Y^r'y-A-^rJ 'J >>U) 7x-^> frU7 (2 2 7) 

6, 7-v>V h + ->-4- (4-7;;7xy + y) +;'J> (5 2mg) £ 
h;Ui> (5ml) \zWmmLfz^ 3-?no-6-n + '>7x-^v 
*>7*-h (1 1 lmg) fcflniU 2 9 ^TOUftS^ L /c Q S$^^nD*U 
/7th> (1 0/1) TJg§gt<5'> , J^y^^77A^n^ -Iwcfct) 
iUU &g©ft£$£8 4mg N JR$10 0%Ti#/Co 

1 H-NMR (CDC 1 3 , .5 0 0MHz) :<53. 6 0 (s, 3H). 
3. 99 (s, 3H), 4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 
1H) , 6. 6 9 (d, J =8. 5 Hz, 1 H) , 6. 9 0 (m. 1 H) , 
7. 11 (d, J=9. 2Hz, 2H) . 7. 42 (s, 1 H) , 7. 53 (d, 
J =8. 5 Hz, 2H) , 7. 5 8 (s, 1 H) , 7. 8 2 (s, 1H), 
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8. 32 (m, 1H), 8. 48 (d, J=5. 5Hz, 1 H) . 8. 52 (s, 
1H) 

MfcMfrtt (FD-MS, m/z) : 4 7 9 (M + ) .481 (M + + 2) 

mm\ 1 9 2 

N- (4-?no-3-- ho7x-;l) — N' - {4- [ (6, b 
*v-4-*; UJkj 7x-;U} U7 (2 2 8) 

6, 7->V h*->-4- (4-7i;7x; + -» +/'J> (5 2mg) £ 
bJl^> (5ml) KflDJfc*JI¥Lrt:8U 4-?nD-3-^hD7x-JKV> 
7*-h (2 2 4mg) £fln;L. 8 L/c 0 ffiliiLTSfclSfifcJMK 

U h^x^r^-TSdilCk^^jgo^^l 2 5mg, JRsp7 5^-e» 

X H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 93 (s, 3H), 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 21 (d, 
J=8. 5Hz, 2H) , 7. 38 (s, 1 H) , 7. 51 (s, 1 H) , 
7. 60 (d, J=8. 5Hz, 2H) , 7. 65 (s, 1 H) , 7. 67 (s, 
1H), 8. 31 (s, 1H), 8. 46 (d. J=4. 9Hz, 1 H) , 

9. 01 (s, 1H) , 9. 27 (s, 1H) 

n&fttirm (FD-MS, m/z) :46 3 (M + ), 4 6 5 (M + + 2) 

mmm 193 

N- (2. 4-^oa7x-^) -N / - {4- [ (6, 7-'J* h*->- 

j^vj 7jL-Jl) frU7 (2 2 9) 
6, h*>>-4- (4-7U7x; + v') *;>J > (5 3mg) £ 

h;U^> (5ml) izmimmtti^ 2, 4-^°n7x-;Kvm- 
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h (1 15mg) £JJD*> 2 0«iiILfco *Ff2±3 LT£ tz&ik£mWL 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 6. 4 5 (d, J = 4. 9H z, 1 H) , 7. 2 2 (d, 
J = 8. 6 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 4 0 (m. 1 H) , 7. 
51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) . 7. 62 (m, 1 
H) , 8. 21 (d, J=9. 2Hz, 1 H) , 8. 40 (s, 1 H) , 8. 4 
6 (d, J =5. 5Hz, 1H) , 9. 56 (s, 1 H) 

St«#tfT<I (FD-MS, m/z) :4 8 3 (M + ) 

H»J19 4 

N- (2, 6-^no7i-;b) -N' - {A- [ (6, 7--/^ h*->- 
4-^7 IW 7*-)l} frU7 (2 3 0) 

6, 7-^ (4-7U7xM-» +7'J> (5 2mg) £ 

(5ml) JwJn^^L^. 2, 6-y70D7^;HVy7^- 
h (1 2 5mg) £fl[]/U 1 2#BM&ML^o tfrtU LT§fcj£JI£i*SKU 
h >-e^-r S Z. £ J: <0 mmoit&mt: 8 l m g . 9 6 %T^/Co 

1 H-NMR (DMSO-dg, 500 MHz) :<53. 94 (s, 3H), 
3. 9 4 (s, 3H) , 6. 4 3 (d, J =5. 5 Hz. 1 H) . 7. 14- 
7. 2 0 Cm, 2H) . 7. 3 2 (d d, J =7. 9, 7. 9 Hz, 1 H) , 
7. 3 8 (s, 1H) , 7. 5 1-7. 5 4 (m, 3 H) , 7. 6 0 (d, J = 
9. 2Hz, 2H), 8. 23 (s, 1 H) , 8. 45 (d. J=5. 5Hz, 
1H) , 9. 0 9 (s. 1H) 

fCS##HI (FD-MS. m/z) :4 8 3 (M + ) 
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nmm 1 9 5 

N- {4- [(6, h*>-4-*7 !M0 7x-;b} - 

N' - [1- CL^±2±lkl ±±M (2 3 1) 

6, 7->V (4-7;;7x^y) +7 'J > (5 4mg) * 

h;Ux> (5ml) CiMLfcI> 1- xf-;U>TV->7^ 
-h (0. 0 5ml) «rJn^x 1 0 0 afSttDgUBftt L fco ii^^nn^M/ 
7-t?h> (1 0/1) TS8fl-^5'>U/7y;U*7A^n^ -(c^ff 

1 H-NMR (DMSO-dg, 500 MHz) : 6 1. 55 (d, J = 

6. 7Hz, 3H), 3. 93 (s, 3 H) , 3. 94 (s, 3 H) , 4. 62 
(m. 1H), 6. 39 (d, J=4. 9Hz, 1 H) , 6. 79 (s, 1 H) , 

7. 11 (d, J=9. 2Hz, 2H) , 7. 36 (s, 1 H) , 7. 49~ 
7. 5 8 (m, 7 H) , 7. 8 3 (m, 1 H) , 7. 9 4 (m, 1 H) , 8. 1 
7 (m, 1H), 8. 42 (d, J = 5. 5Hz, 1 H) , 8. 52 (s, 1 H) 

MUHFrtt (FD-MS, m/z) :49 3 (M + ) 

mmm 1 9 6 

N- (2-n-7Wx-;b) -N / - {4- [ (6, 7-v^ h*->-4 
ijm) *±V} 7x-i) (2 3 2) 

6, h ^ > - 4 - (4-7;;7x; + -» +7 U> (11 9mg) 

£h;bi> (12ml) fcjffiBU h >jxf-;U7S > (2. 4ml) fcJpiLfcgU 
(13 3mg) fcfln*.. 2^HJDiiia«EL^o RJfcttfc 2 - n - 
7f;b7x^7i > (0. 13ml) £fln^ 1 0#Hinfl!«ifcLfco RJEtt 
K£c&7k^i- h y •> A7K^^Sn^. > ^ d d at 2 tslffliJb L £&W#UI£fS 
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•?< -m^naiu nmmt&yizi 3 0mg. um69%vmtz 0 

1 H-NMR (DMSO-d g. 500MHz) : <5 0. 92 (t, J = 
7. 5Hz, 3H), 1. 32-1. 40 (m, 2H), 1. 50-1. 57 
(m, 2H), 2. 59 (t, J=8. 9Hz, 2 H) . 3. 93 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) . 6. 98- 

7. 0 2 (m, 1H), 7. 12-7. 17 (m. 2H), 7. 1 9 (d. J = 

8. 9Hz, 2H), 7. 51 (s, 1 H) . 7. 5 8 (s, 1H), 7. 59 
(d, J = 8. 5Hz, 2H), 7. 71-7. 75 (m, 1 H) , 7. 89 
(s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 9. 11 (s, 1 H) 

Kft#tFHl (FD-MS, m/z) :471 (M + ) 

nmm 197 

N— (3-xF^->^;l/^;t/7x-;b) -N' - {4- [ (6, h 
4^-4-^;'J^) (2 3 3) 

6, 7-vM h*->-4- (4-7^ y 7x^+» +yj > (1 3 lmg) 
£Wbx> (10ml) IcjJn&igPU h'Jxf-;U7^> (2ml) *an*.fc8U 
H'j7t7f> (213mg) £JQ;U 2 ^HttDJIWt«E L feo R^ftl-3-75 
^Iliif^iXfil' (0. 1ml) £JB*.n 7^lfflaDf»«*L/io Rfctt 
l=tt»7k*^- b U ^ATK^^Hn^ ftg?x^;UT-2[H]ftdlL^W*Sl^tafD 

?on^A/7th> (10/1) T-Jg^tS^'J^y^^^A^nv h/-7 
7>f-l:«kt)^i!U mm<Oit&m*2 1 4mg. Ill 0 0%T^ o 

1 H-NMR (CDC1 3 , 500 MHz) : 8 1. 36 (t, J =7. 3H 
z. 3H) , 4. 0 2 (s, 3H) , 4. 05 (s, 3 H) . 4. 3 6 (q, J 
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= 7. 3Hz, 2H), 6. 45 (d, J=5. 5Hz, 1H), 7. 13 (d. 
J = 9. 2Hz, 2H), 7. 3 8-7. 4 5 (m, 4 H) , 7. 48 (d. J 
= 9. 2Hz, 2H), 7. 56 (s, 1 H) , 7. 75 (d. J=7. 3Hz, 
1H), 7. 80 (d, J = 7. 9Hz, 1 H) , 7. 90 (s, 1 H) , 
8. 4 8 (d, J =4. 9H z, 1 H) 
K«£Wffi(FD-MS. m/z) :4 8 7 (M + ) 

nmm 1 9 8 

N- (2, 3-> ? ^oo7x-;l/) -N' - {4- [ (6, l-Vt h*->- 
4-^y HAP 7x-;l/} frU7 (2 3 4) 

6, h + ->-4- (4-7U7x;*y) +>U> (5 2mg) £ 

h;Ux> (5ml) izUafmmitz^ 2, 3-y^D7xzMvy7^- 
h (0. 0 5ml) S-flO*.. 20^Jnl^SML^ o SlL^^ou^^A/ 
7-fe h> (1 0/1) »5>"J^*M7A^7 h^77^ -MJiDH 
S3U «JBO-fk^te*8 4mg. JR*1 0 0%Ti#fc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 0 0 (s, 3H) , 
4. 05 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 11- 

7. 17 (m, 4H) , 7. 4 1 (s, 1 H) , 7. 5 3 (d, J =9. 2 Hz, 
2H), 7. 57 (s, 1H), 7. 91 (s, 1 H) , 8. 22 (d, J = 

8. 5 Hz, 1H), 8. 48 (d, J=5. 5Hz, 1 H) , 9. 12 (s, 
1H) 

M#fFHI (FD-MS, m/z) :48 3 (M + ) 
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mmm i 9 9 

N- (2, 4-->'?DP7x-;t/) -N' - {4- [ (6, T_z21 
4-4^ jjjU) t4->] 7x-il) frU7 (2 3 5) 

6, h + ->-4- (4-7;;7x; + ^) +yj > (5 8mg) £ 

h;Ux> (5ml) KjD3&&A¥LfcSL 2, 4->'?oo7x^MVy7*- 
h (9 3mg) *JD^ 2 0^iaSD*!l>I3fEL^o £fft27££:7 o n*;UA/7-tr 
h> (10/1) Tl^t i •> 'J 7 A ^ D7 F /7 7 ^ ^HSI! U 

SH©fl:£4»£6 9mg, JR*7 3%Ti#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) :<54. 0 4 (s, 3 H) , 
4. 06 (s, 3H), 6. 47 (d, J=4. 9Hz, 1 H) , 6. 98 (d 
d, J=2. 4, 8. 5Hz, 1H), 7. 19 (d. J=8. 5Hz, 2H). 
7. 25 (s, 1H), 7. 29 (s, 1 H) , 7. 39 (s, 1 H) , 
7. 43 (s, 1H), 7. 52 (d, J=8. 5Hz, 2 H) . 7. 56 (s. 
1H), 8. 40 (d, J=2. 4Hz, 1 H) . 8. 50 (d, J=4. 9H 
z. 1H) 

MMfitirM (FD-MS, m/z) :4 8 3 (M + ) 
H»J2 0 0 

N- (3, 4-^on7x^) -N' - {4- [ (6, 7- ! J/ h* : s- 
4_ Z ±JJJ£ ** : A 7x-;M (2 3 6) 

6. 7-v>'^ b ^ > - 4 - (4-7;y7x;*-» + y ll > (5 lmg) £ 
h;Ux> (5ml) fcflDJfc^Lfcau 3, 4-^DD7x-Mvm- 
h (10 2mg) *Jd*^ 8^»^ML/; 0 tffttJLT^^^tt^U h 
;Ui>-e^1-5CiH«k(3aS<D^^7 lrng^ OT8 4%Ti#*: 0 

1 H-NMR (DMS0-d fi , 500 MHz) : <5 3. 94 (s, 3 H) , 
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3. 95 (s. 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 1 4~ 
7. 2 4 (m, 2H) , 7. 3 4 (m. 1 H) , 7. 3 8 (s, 1 H) , 
7. 50-7. 52 (m, 2H), 7. 59 (d, J=9. 2Hz, 2H), 
7. 88 (s, 1H), 8. 46 (d, J=4. 9Hz, 1 H) , 8. 92 (s. 
1H) , 9. 0 0 (s, 1H) 
!S*##Ht (FD-MS, m/z) :4 8 3 (M + ) 

nmm2 o 1 

N- (3, 5-^no7x-^) -N y - {4- [ (6, h*->- 
4-4-y'J4/) y^~Jl) frU7 (2 3 7) 

6, 7-v^y h + ->-4- (4-7^7x; + -» U > (5 3mg) £ 
h;!/X> (5ml) \ztia&mmitz'&^ 3. 5-^^OD7xiMVf7*- 

h (76m g ) zm*., 8ftfflmjmmifco Vrttiixatz^n^mu va* 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 3 (s, 3H), 
3. 94 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 15 (s, 
1H), 7. 20 (d, J=9. 2Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 51 (s, 1H), 7. 54 (s, 1 H) , 7. 54 (s, 1 H) . 
7. 59 (d, J=9. 2Hz, 2H), 8. 46 (d, J=4. 9Hz, 1 H) 
. 9. 00 (brs, 1 H) , 9. 07 (brs, 1 H) 

K*a#Hi (FD-MS, m/z) :4 8 3 (M + ) 
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mmm2 o 2 

N— (4-?po-2-- hP7x~;U) -N' - {4- [ (6, 7 - v>V h 
^i/-4-^yj;U) 7i-^) »7U7 (2 3 8) 

6, 7-^f + ->-4- (4-7$;7xy + y) +/'J> (1 2 3m g) 
ZhJl^> (12ml) Kl}Qm®Mltz'&, 4-?on-2--Fn7x_;K 
7v7^ - h (1 7 2mg) Ztinz., 1 4#P a m&iSML£ 0 *Frt±3 lT£fc£H 
ZffliZl, bJl^yr'&c&t2>Zt\z£iQ%m<D4t&®Zl 7 4rag N iK^8 5 

1 H-NMR (DMSO-dg, 5 0 0MHz) : (5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J =7. 3 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 
7. 62 (d, J=7. 3Hz, 2 H) , 7. 79 (d, J=9. 2Hz, 1 H) 
, 8. 1 4 (s, 1H) . 8. 3 5 (d, J =9. 2 H z, 1 H) , 8. 4 6 
(d, J = 5. 5Hz, 1H), 9. 62 (s, 1 H) , 10. 0 (s, 1 H) 
K*#tfrft (FD-MS, m/z) : 4 9 4 (M + ) . 496 (M + + 2) 

H»J2 0 3 

N — (2-7U-4-^QQ7x^) -N' - {4- [ (6, 7 -'J/ h 
^v/-4-*7lW 7x-;b} 3U7 (2 3 9) 

N- (4-?oo-2--hD7x-^) -N' - {4- [ (6, 7 -it* h 
f C/-4- + y U;l/) 7x-;H ^UT (15 8mg) £*oo*;W* 

/t?J-)l/K (1 Om 1/7 0ml/5ml) i:»»U **WEI|-*- h U ^ 
A (l. Olg) £S0;U 6 0^fcT3 7#KHf#Lfco *ooiM,AT2l3tt 

«iflt*9*U Si*?oo*W7th> (10/1) 7f8Hf*->'J*y 
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;^7A^D7h^7^ -let SUM U IlOlt^3 3mg, JK$2 2 

1 H-NMR (DMSO-d 6 , 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s, 3H), 5. 09 (b r s, 2 H) , 6. 43 (d. J=4. 9 
Hz, 1H) , 6. 5 7 (m, 1 H) , 6. 7 8 (d. J =2. 4 Hz, 1 H) , 

7. 17 (d, J=9. 2Hz, 2H), 7. 34 (d, J=8. 6Hz, 1 H) 
, 7. 38 (s. 1H). 7. 51 (s. 1 H) . 7. 57 (d, J=8. 5H 
z, 2H), 7. 77 (s, 1H), 8. 45 (d, J=4. 9Hz, 1 H) . 

8. 89 (s, 1H) 

HSfe0J2 0 4 

N- {4- [ (6, h*->-4-*y 'J;D 7x-iH - 

NT - (2-b"'J v>>77>M?~;l/) (2 4 0) 

6, 7-vV h + i>-4- (4-7$ 7 7xy + i/) 'J > (7 5mg) £ 

h;bx> (7ml) K7jDll&&JI?U h'Jx^;U7^> (1. 4ml) *l®x.tz'&^ 

b')ytx^> (2oim g ) zmz., i ftfflmmmm i tz 0 Kmmtz 2 - 1° y 

> * $ K ( 1 0 2 m g ) s-tjo*.. 3 &®1mm&m L fco 

*;!/A/7-lrh> (10/1) U A* a-*" - 

KJ^IISU ifi©fl:6ft*8 6mg, iR^7 7%Tli^ 0 

1 H-NMR (CDC 1 3 , 500 MHz) : <5 4. 06 (s, 3H), 
4. 06 (s, 3H), 6. 49 (d, J=4. 9Hz, 1 H) , 7. 20 (d, 
J = 9. 2Hz, 2H), 7. 43 (m. 1 H) . 7. 57 (s, 1 H) , 
7. 59 (m, 1H), 7. 71 (d, J=9. 2Hz, 2H) , 7. 97 (m, 
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1H), 8. 28 (d, J=7. 9Hz, 1 H) . 8. 50 (b r s, 1 H) , 
8. 6 8 (d, J =4. 9 Hz, 1 H) . 10. 1 (b r s. 1 H) . 10. 7 
(b r s, 1H) 

K*$WHI (FD-MS, m/z) :4 4 4 (M + ) 
H&0J2O5 

N- (3-?no-4, h^i/y^-Jl) - W - {4- [ (6, 7 

=L £j h*->-4-*7 U;lQ 7i-)H OU7 (241) 

6, 7-v^ h + ^-4- (4-7U7x; + y) +/"J> (5 4mg) £ 
h;Ux> (5ml) Icj&Q^jSL^ 3-^dd-4, h + ->7x- 

;U-fV5/7*-h (7 6mg) 1 8^Baa«a«ELfco KlG»tt**n 

n*^A/7-b h> (10/1) •eJg^t'5> , J7 , 7y^^7A^Dv 
-Iwck^fggJU IlO{b^9 3mg, JR$1 0 0%T'*ffc o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 7 6 (s. 3H), 
3. 87 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J = 5. 5Hz, 1H), 6. 49 (s. 1H), 7. 13 (d, 
J=8. 5Hz, 2H). 7. 20 (s, 1 H) , 7. 42 (s, 1 H) , 

7. 50 (d, J=8. 5Hz, 2H), 7. 57 (s, 1 H) , 7. 59 (s. 
1H), 8. 12 (s, 1H), 8. 48 (d. J=5. 5Hz, 1 H) 

SUbftffll (FD-MS, m/z) : 5 0 9 (M + ) ,511 (M + +2) 

H»2 0 6 

N- (4-^pp-2-^f^7x-Jl/) -N' - {4- [ (6, l_z21 h 
4->-4-*>"J;iO 7x-;U} 9 1/7 (2 4 2) 

6, 7-v?> h*->-4- (4-7;;7x/ + '» +>"J > (5 5mg) £ 
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h;Ux> (5ml) iztQfmmit:^ 4-9 on- 2- * *)\,7 *-Jl4 v •> 
7*-h (9 0mg) ZtiQ^ 2 6»ML/:o flr£blT£fc*Sg£«SR 
U h^i>1fft»+ 5C<i:JC«kt)SS0^^6 9mg> W80%T*|fc o 
1 H-NMR (DMSO-dg. 500MHz) : <5 2. 26 (s, 3H), 

3. 94 (s, 3H) , 3. 94 (s, 3H) , 6. 4 4 (m. 1 H) , 

7. 18-7. 20 (m, 3 H) , 7. 25 (s, 1 H) , 7. 38 (s, 1 H) 
, 7. 51 (s, 1H), 7. 59 (d, J = 9. 2Hz, 2H), 7. 87 
(m, 1H), 7. 99 (s, 1 H) , 8. 45 (m, 1 H) , 9. 15 (s, 
1H) 

li^tfft (FD-MS. m/z) :46 3 (M + ) . 4 65 (M + + 2) 
HWJ2 0 7 

N- (2-?oo-3-y f-;l/!7 x-;U) -N' - {4- [ (6, h 
^>-4-*yu;u) Jr*i-i/~\ 7x-;H fruy (2 4 3) 

6, 7-->V h + ^-4- (4-7;;7x; + >» *y<J > (5 2mg) £ 
KA<x> (5ml) tcft]&7§&?Lrt:&> 2-^OD-3-/f^7x-^7i/ 
T^— h (0. 2ml) £jfjn*.x 1 2 5JTO^S2itE L tz a ?ddW 
A/74?h> (10/1) T'mffltZisVijYJlsti^^tv^hyyyj-lzJ: 

<onmu mm®{t&®iz 3 omg. jr^3 7%-e^^ 0 

1 H-NMR (CDC 1 3 , 5 0 0 MHz) : 6 2. 2 8 (s. 3 H) , 

4. 0 0 (s, 3H) . 4. 03 (s, 3 H) , 6. 4 1 (d, J =4. 9 Hz, 
1H) , 7. 0 9-7. 1 5 (m. 4H) , 7. 3 7 (s, 1 H) , 7. 3 9 
(s, 1H), 7. 42 (d, J=8. 5Hz, 2H), 7. 55 (s. 1 H) , 
7. 61 (s. 1H), 7. 72 (s, 1 H) , 8. 44 (d, J=5. 5Hz, 
1H) 
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Ii^I(FD-MS, m/z) : 4 6 3 (NT) , 465 (M +2) 
HJ60J2O8 

N- (3-7;;-4-^na7x-i) -N' - {4- [ (6, 7 - V t h 
*->-4-*y 'J;l) 7^_;U} frU7 (2 4 4) 

N- (4-?on-3-- ho7i-^) -N' - {4- [ (6, 7-->V h 

*->-4-*y u;u) *4->0 7x-;H ^ur (lOOmg) £?oo*a.a 

/y^y-;U/7K (5ml/l 5ml/3ml) K&&?U **m&1- h U * A 
(3 5 8mg) £SD;L> 6 0°CKT2 O^itftUco ? a a*;UATf2I5tf4fclj 

»t*a*u si^^DD^^A-b h> (io/i) T"g&a-r*'>'j#y;u 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<5 3. 9 4 (s, 3 H) , 
3. 9 5 (s, 3H) , 5. 3 0 (b r s, 1 H) , 6. 4 5 (d, J = 
5. 5 H z, 1 H) , 6. 6 4 (m, 1 H) , 7. 0 2 (m, 1 H) , 7. 0 6 
(d, J=8. 6Hz, 1H). 7. 20 (d, J=9. 2Hz, 2H), 

7. 39 (s, 1H), 7. 52 (s, 1 H) , 7. 57 (d, J=8. 6Hz, 
2H) . 8. 4 7 (d, J = 4. 9 Hz, 1 H) , 8. 5 6 (s, 1 H) , 

8. 7 3 (s, 1H) 

R«£flflg (FD-MS, m/z) :4 6 5 (M + +l) 
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mmm2 o 9 

N - (3-^ h^^Db';b) -N' - {4- [ (6, 7-v?y h*->-4- 
*J')JD 7xx;U} frU7 (2 4 5) 

6, 7-vV h*->-4- (4-75 J 7x> + y) *y 'J > (5 lmg) * 
h;Ui> (5ml) IcSn^^L, MJi*;U7 5> (1ml) feflnx-fclk h 
•J7*xy> (5 4mg) <&Jn^ 2»ISILfc. Sftftl:: 3 - ^ h*-> 
7n t°;U7 S > (0. 0 5ml) £Jfl;U 1 2 £N ^iS3lt L *: 0 Rfcmt&iW. 

*;UA/y-feh> (10/1) T?g581 _ *'>y*y-'U*7A^avh^7-f- 
Jw«fc»3^U aBO-fb^tt*5 lmg. JRJg7 2%-e*§fco 

1 H-NMR (CDCl 3 , 5 0 0MHz) : 51. 8 2 (m, 2H) , 
3. 31 (s, 3H), 3. 39 (m, 2H), 3. 50 (t. J=4. 5Hz, 
2H), 4. 03 (s, 3H), 4. 04 (s, 3H). 5. 65 (b r s, 
1H), 6. 44 (d, J = 4. 9Hz, 1 H) , 7. 10 (d, J=8. 7H 
z. 2H) , 7. 4 1-7. 5 5 (m, 4H) , 7. 5 5 (s, 1 H) , 
8. 4 6 (d, J =5. 5H z, 1 H) 
11MKFD-MS, m/z) :411 (M + ) 

HM0J2 1O 

N- (2-y h*->x^;U) -N' - {4- [ (6, 7-i?M h*->-4-* 
JJJ/) 7x-M frU7 (2 4 6) 

6, 7-^n + v'-4- (4-7U7i; + i/) *y 'J > (5 2mg) £ 
h;l,x> (5ml) KM&*?U MJx^;U7$> (1ml) h 
<)7*XY> (54mg) 3 ftfatiJQ&ELftl L fz 0 fcfcm\z3-S h*-> 
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(o. 0 5mi) s^mammifzo %&mz%mkm 

+ h u catK^^Jq^. »Kxf-^-e2lHl«ia3Lfc^«W*«a?Dft*7K-eft 

i»/7Hrh> (10/1) Z'mffltZi'ViJ'fJl'fi7^9v^by774-iz& 
tJftSIU ii©^^6 3mg % JR$9 l%Ti#fc 0 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : <5 3. 3 6 (s, 3 H) , 
3. 3 6-3. 5 3 (m, 4 H) , 4. 03 (s, 3 H) , 4. 03 (s, 3H) 
, 5. 81 (brs, 1H), 6. 43 (d, J=5. 5Hz, 1 H) , 
7. 87 (d, J=8. 5Hz. 2 H) , 7. 40 (s, 1 H) . 7. 45 (d, 
J =9. 2 Hz, 2H) , 7. 5 5 (s, 1 H) , 7. 9 2 (s, 1 H) . 8. 
4 5 (d, J =4. 9Hz, 1H) 

!»S£#Ttt (FAB-MS, m/z) :3 9 8 (M + +l) 

H&0J2 1 1 

N— {4 - [ (6, h*->-4-*V 'J AO Jr*i/] 7x-;b} - 

N' - (2-b°'J ^;U) (2 4 7) 

6, 7-yn + ->-4- (4-7;;7 i ; + -» *y U > (5 2mg) £ 
h;Ux> (5ml) lc;fjn&i&ft?U HJx^U7^> (1ml) ^Jnx.^ h 
'J7txy> ( 5 4 m g ) £an;U 2 &ffllJQ?mm I tzo Kfcfoiz 2 - b° 'J -JJl 

y^;u7^>(o. 0 5mi) zm*., 1 2ft®inmMmitz 0 Kfomzmm* 

m~ h >J ^ATjqgfetean*., i^Kxf-;UT-2lH]»aiL^W«^^iafn^7KT- 

;bA/7-l?l>> (10/1) TS^t 5 'J 7 A ^ d v h 7 -< - I: 

£*)mmi, II©fb^7 6mg, JR^l 0 0%THfco 

* H — NMR (CDC 1 q . 5 0 0MHz) : 54. 00 (s, 3 H) , 
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4. 01 (s, 3H), 4. 58 (d. J=5. 5Hz, 2 H) , 6. 39 (d, 
J=5. 5Hz, 1H), 6. 66 (m, 1 H) , 7. 05 (d, J = 9. 2H 
z, 2H), 7. 18 (m, 1H), 7. 34 (d, J = 7. 9Hz, 1 H) , 
7. 39 (s, 1H), 7. 45 (d, J=9. 2Hz, 2H), 7. 54 (s, 
1H) , 7. 6 6 (m, 1H) , 8. 4 0 (b r s, 1 H) , 8. 4 3 (d, J 
= 5. 5Hz. 1H), 8. 47 (d, J = 4. 9Hz, 1 H) 

nrnftvim cfd-ms. m/z) :43o (m + ) 
mmm2 i 2 

N- [(4-tert -7f;b7x_;b) — N' - {4 - [ (6, 7 

->M h*->-4-*y irnp 7x-;U> frU7 (2 4 8) 

6, 7-i?J h*i/-4- (4-7;;7x^-» *J >J > (5 Omg) £ 
h^x> (5ml) JlJnfft*jS?Lx h'Jxf-;U7i> (1ml) £7JD*.£&> h 
U7**y> (5 5mg) £fln*. N 2£MtoJ!&flBtLfco (4-ter 
t-m7xi;l,) y^;UT5> (0. 0 5ml) £?jn;u 1 2#RaJn&»«E 
L/Co RiStttcK»**^ h 'J 7A*&fc£lJD;U Bt^xf-;UT2EIJ4fcliLrt:& 

±U SS*^nD*;bA/7Hr h> (10/1) TJUMf S *> U A 

1 H-NMR (CDClg, 5 00MHz) : <5 3. 99 (s, 3 H) , 
4. 01 (s, 3H), 4. 38 (d, J = 5. 5Hz. 1 H) , 5. 81 (b 
rs, 1H), 6. 38 (d, J=4. 9Hz, 1 H) , 7. 02 (d. J = 
9. 2 Hz, 2H) , 7. 2 0-7. 4 0 (m, 7H) . 7. 5 2 (s, 1 H) , 
7. 64 (s, 1H). 8. 40 (d, J = 5. 5Hz, 1H) 
It^KFD-MS, m/z) :48 5 (M + ) 
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nmm2 1 3 

N- {4- [(6, 7->7h^->-4-^'J^) tt->] 7x-;U} - 
N' - (3-f'J y)\,**)V) frU7 (2 4 9) 

6. 7-v7 h + '>-4- (4-7U7xy+-» 4=- y U > (52mg) £ 
h;Ux> (5ml) fcJjn»fcl¥U Mx*-;U7^> (1ml) *J|D*.fc{JL h 
>J y * xf > ( 5 6 m g) Ztiaz.. 2 £MftMtStt L fee REttfc 3 - 1° U 
y^;b7$> (0. 0 5ml) fcjn*. 1 2».MLfc 0 Efcttlclfcifek 

ft#U *B7klK»* h 'J ^MU: 0 &E~R§££gi;U K«E£* on* 

W7-irb> (lo/i) TSsa-rs^'j^w^^A^D-Thr^^-f-ic 

«fc»)«SU %m<D<t&®t:l lmg, JRi$9 3%T-J§fc 0 

1 H-NMR (DMSO-d g, 500 MHz) : <5 3. 93 (s, 3H). 
3. 94 (s, 3H), 4. 34 (d, J = 5. 5Hz, 2H), 6. 40 (d, 
J =4. 9Hz, 1H), 6. 72 (t, J=6. 1Hz, 1H), 7. 12 
(d, J = 9. 2Hz, 2H) , 7. 35 (m, 1 H) , 7. 37 (s, 1 H) . 
7. 5 0 (s. 1H), 7. 5 3 (d, J = 9. 2 Hz. 2H) , 7. 7 2 (d, 
J=7. 9Hz, 1H), 8. 4 3-8. 4 6 (m. 2 H) , 8. 53 (s, 1 
H) , 8. 73 (s. 1H) 
MfeWrffi (FD-MS, m/z) :4 3.0 (M + ) 

HJ60J2 1 4 

n - {4- [ (6, 7-?y h*->-4-*y g*^] Z^Bikl - 

N" - (4-bT'J ^M_f2k2 (2 5 0) 

6. K + (4-7;;7i^i/) +>"J> (5 2mg) £ 

h^x> (5ml) fcflna&*fl? U h'JxW;> (1ml) h 
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'J 7 * x>f y (53mg) Ztiaz., 2 Afflm!M&m L fc 0 KJEttfc 4 - t° 'J 
y*;U7S > (0. 0 5ml) £Jn*., 1 2#IBBJ0*«ffiLfco 

;UA/7-t?h> (10/1) TggBf S^Urt^l/^A^Dv h/77^-l: 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 5 4. 01 (s, 3H), 
4. 03 (s, 3H), 4. 43 (d, J=5. 5Hz, 2 H) , 5. 97 (m, 
1H), 6. 40 (d, J = 5. 5Hz, 1 H) , 7. 08 (d, J=9. 2H 
z, 2H), 7. 20 (d, J=5. 5Hz, 2 H) , 7. 38 (s, 1 H) , 
7. 42 (d, J=8. 6Hz, 2H), 7. 54 (s, 1 H) , 7. 81 (s. 
1H), 8. 42 (d, J = 5. 5Hz, 1H), 8. 49 (d, J=6. 1H 
z. 2H) 

J»5Wr*[ (FD-MS, m/z) :4 3 0 (M + ) 
^»2 15 

N- {4- [(6, 7--^ h^y-4-^;'J^) t^y] 7x_;U} - 
N' - [ (4-->V W;;7x-;l>) y *•;!/) g U7 (2 5 1) 

6, 7-vy h + v/-4- (4-7;;7x; + y) *y U> (5 1mg) * 
hJls^y (5ml) K&lJNtfMfU- hUx*^7$> (1ml) £Jn*.fcSK h 
»J7**Y> (55mg) fcfln*.^ 2^P B 1Jn«fagML^ 0 RiCttJc 
^7U7xz;W **;U7$> (104mg) 1 2 £IBMin«!«36 L fc e 

il^^DD^I/A/7th> (10/1) -eg&HtS^'Jrt^L^A^nv 
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h/5 7 4-fcJ;»)f|«U iSOft^l2mg, Wl5%Tffcc 

X H-NMR (DMSO-dg, 5 0 0MHz) .62. 87 (s, 6 H) , 
3. 93 (s, 3H), 3. 94 (s, 3H). 4. 18 (d, J=5. 5Hz, 
2H) , 6. 4 0-6. 4 3 (m, 2 H) , 6. 7 0 (d, J = 9. 2 Hz. 2 
H) , 7. 13 (d. J=8. 6Hz, 2 H) , 7. 14 (d, J=8. 6Hz, 
2H), 7. 37 (s, 1H), 7. 51 (s, 1 H) . 7. 52 (d, J = 
9. 2Hz, 2H). 8. 44 (d, J=4. 9Hz, 1 H) , 8. 57 (s, 
1H) 

ma#mm (fd-ms, m/z) .-472 cm + ) 
mmm2 1 6 

N- {4- [ (6, 7-v^ h*->-4-*7 'jJl) *JHS\ -73.-M - 
N' - (3, 5 - ho7x-Jl) (2 5 2) 

6, 7-v>V h*->-4- (4-7U7x; + y) 4ryj> (5 4mg) £ 
(5m 1) \ztim&?8LK&^ 3, 5-^-ho7x^;KVy7^- 
h (8 1mg) ZtiQz.^ 2 0fimiB&&Mlfc o KimfaZ? a 
h> (10/1) -eJgg§1--5i/U^y>'U^7A^n-7h^7 7^-{C < i:«9f|^L> 
5 3 m g > 5 7 %Ti#/c 0 

1 H-NMR (DMSO-dg, 5 0 0 MH z ) :<5 3. 9 4 (s, 3H), 
3. 95 (s, 3H), 6. 4 6 (d, J=4. 9Hz, 1 H) , 7. 24 (d, 
J =9. 2 Hz, 2H) , 7. 3 9 (s, 1 H) , 7. 5 1 (s, 1 H) , 7. 
64 (d, J=8. 5Hz. 2H), 8. 42 (s, 1 H) , 8. 47 (d, J 
= 4. 9Hz, 1H), 8. 77 (s, 1 H) , 8. 77 (s, 1 H) , 9. 2 
1 (s, 1H) , 9. 7 3 (s, 1H) 

9M&mL (FD-MS. m/z) :5 0 6 (M + +l) 
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HJ60J2 1 7 

N- (i/^p^\^~>;U) -N' - {4- [(6, 7 - ¥t b*->- 4 -4;U 
;U) 7x-il| frU7 (2 5 3) 

6, 7-v>V h*i/-4- (4-7i;7xy*-» *;y> (2 0 Omg) 
£h;bx> (5ml) lcftfl*»«PLyttl> 2/*n<Mr->;l,>ry->7*- h 
(3 4 Omg) £Jo^ 8 0-9 0tt3 0»WLfc o RlS&KTk^flD 

®£2 1 Omg, JR*7 4%T»fc e 

X H-NMR (CDC 1 3 , 5 0 0MHz) : 51. 11-1. 22 (m, 2 
H) , 1. 34-1. 46 (m, 2H), 1. 56-1. 66 (m, 2H), 
1. 6 8-1. 7 8 (m. 2H), 1. 96-2. 0 5 (m, 2 H) , 3. 64 
-3. 73 (m, 1H), 4. 05 (s, 6 H) , 4. 58 (d, J=7. 9H 
z, 1H), 6. 36 (s, 1H), 6. 46 (d, J = 4. 9Hz, 1 H) , 
7. 13 (d, J=8. 6Hz, 2H), 7. 42 (d, J=8. 6Hz, 2 H) 
, 7. 42 (s, 1H), 7. 56 (s, 1 H) , 8. 48 (d, J=4. 9H 
z, 1H) 

9M5Wm (FD-MS, m/z) :42 1 (M + ) 
HWJ2 1 8 

N- (3, 4-y7;l/tD7x-;b) — N' - {4- [ (6, 7-vM h*-> 
zAzJLL 22k) 7*x;U} 7U7 (2 5 4) 

6, 7-^h + i/-4- (4-7W7x; + '» +;>J> (50mg) ^ 
h^x> (5ml) CftflNtigjgU HJx*;U7i> (1ml) SrJn*.*:^ h 
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•J7*xy> (55mg) 3»li»Lto RlCttlw3, 4-v>7 

^to7-'J> (6 6mg) £30*., 2 O^Ra&D&SafcLfco 

#U &7k5ifcib^M9ATi£$L/Co «ET?8»£S*U 8I*^dd*a 
A/7*h> (1 0/1) T-g^t*<>'J#yVl,*7 7A?D-7 -ll<fc 
*>««U *B0fl;£<»*6 3m g> jR$8 3%T1#£ 0 

1 H-NMR (CDC 1 3 , 500 MHz) : 5 4. 03 (s. 3H), 
4. 06 (s, 3H), 6. 45 (d, J=5. 5Hz, 1H), 6. 9 6- 

7. 0 2 (m, 1H) , 7. 0 2-7. 10 (m, 1H), 7. 11 (d, J = 

8. 5Hz, 2H). 7. 41-7. 45 (m, 2H), 7. 48 (d, J = 
8. 6Hz, 2H), 7. 58 (s, 1 H) , 7. 72 (s, 1 H) , 7. 74 
(s, 1H) , 8. 4 4 (d. J =5. 5Hz, 1 H) 

MfcWrtt (FD-MS, m/z) :451 (M + ) 

HJS0J2 1 9 

N- (2, 4, 5-h 1 J7Ma7x-;l/) -N' -<4-C(6. 7 -if* 
b^x/-4 z±Z1M *j±] 7U7 (255) 

6, 7-v>^ h + ->-4- (4-7;;7x; + -» +>'J> (5 Omg) £ 
h;bx> (5ml) tttaJKWPU h'Ji^7i> (1ml) *J)D;lfcfc % h 
U7**y> (5 5mg) 3^BB3!)DJW1«EL^o RiBttlc2, 4, 5- 

hU7;^D7-'J> (7 5mg) £JD;U 2 0 ^IVAdlMBK L *:<> ££&lc& 
h 'J 9 A*»ft*jQ;U fti?x^;bT'2l5l}*ajLfc^W«e^tafn^ 

o*;UA/7-t? (10/1) T'i^t i 'J * y 7 A ? o 7 F 7 7 
-Iw-fcSfSSIU £S©ft£#J£5 8mg, JR$7 3%T^ 0 
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H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 9 5 (s. 3H) , 6. 4 5 (d, J =5. 5H z, 1 H) , 7. 2 4 (d, 
J=8. 6Hz, 2H), 7. 40 (s, 1 H) , 7. 52 (s. 1 H) , 

7. 59 (d, J = 8. 6Hz, 2 H) , 7. 6 2-7. 7 0 (m, 1 H) , 

8. 17-8. 25 (m, 1 H) , 8. 48 (d, J=4. 9Hz, 1 H) , 
8. 7 6 (s, 1H) , 9. 2 3 (s, 1 H) 

WBtftftm (FD-MS, m/z) :4 6 9 (M + ) 

mmm2 2 o 

N — (2, 4, 6-h'J7^Q7x-;l/) -N' - {4- [ (6, 

h*->-4-*yj;u) jjrS/] Z-fEj=ik> (2 5 6) 

6, 7-vM h*f>-4- (4-7U7x;*-» +y;> (5 Omg) £ 
h^x> (5ml) IcJdJ!&»J!?U HJxf-;U7$> (1ml) fcfloifcSU h 
'J7*xy> (5 5mg) £flD;U 3 ^fimnHMSdfE b RI6*K2. 4, 6- 
hy7Mo7-'J> (7 5mg) £j&D;U 2 O^SDlftSJfELfco 

M -7 A*flgftt£iiQ;U Sixf;K' 2 L tz'&H®m*$m&& 

n*;UA/7-trh> (10/1) 'J 77 ^JUt? 7A^07 h^'77-f 

-K«k$«S!!U lifflWS 7mg, JR^4 7%T'^fc 0 

1 H-NMR (DMSO-dg, 500 MHz) : S3. 94 (s, 3H), 
3. 95 (s, 3H), 6. 43 (d, J=5. 5Hz, 1H), 7. 20 (d, 
J = 8. 6Hz, 2H), 7. 29 (t. J=8. 6Hz. 2 H) , 7. 39 
(s, 1H), 7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 
8. 07 (s, 1H), 8. 46 (d, J = 5. 5Hz, 1H), 9. 14 (s, 
1H) 
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mmftVrm (FD-MS, m/z) :4 6 9 (M + ) 

N- (2, 3, 4- b U7;^D7x-^) — N' - {4- [ (6, 7 -'J/ 
b*is-4-*J *)Jl) frU7 (2 5 7) 

6, 7- f J* h**>-4- (4-7;;7x; + -» *y"J> (50mg) £ 
h;loc> (5ml) KtnMti&ffU HJxf\fc7 5> (1ml) £fln;LA:&. h 
U 7*xy> (5 5mg) 3^PaODHftiBSttLfco RlS*lw2. 3. 4- 

h 'J7^d7-'J > (7 5mg) £ijn*. x 2 OaFaTO&iS&lELrtio SJt^i:^ 

JiO?ifc*U JlMclHR:*- h 'J * AfftRLfce *ET*K*«±U □ 
o*;UA/7-t?h> (10/1) TM§ai"5>'J *m7A^D7 h/77>f 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 23 (d, 
J =8. 6 Hz. 2H) , 7. 2 5~7. 3 3 (m, 1 H) . 7. 3 9 (s, 1 
H) , 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2 H) , 

7. 85-7. 92 (m. 1 H) , 8. 47 (d. J=5. 5Hz, 1 H) . 

8. 73 (s, 1H), 9. 2 1 (s, 1 H) 
1I^I(FD-MS, m/z) :4 6 9 (M + ) 

H»J2 2 2 

N- (2, 5-v> h^->7i-;b) -N' - {4- [ (6, 7->J* h*-> 
-4— fryj;i>) y^-ji) gj/g (2 5 8) 

6, 7-OV h + i/-4- (4-7;;7x; + >') 4-7 'J > (5 6mg) £ 



WO 97/17329 



1 8 7 



PCT/JP96/03229 



h;ux> (5mo izmmmmu vo^f-jiriy ami) zmz.tz&, v 

(6 6mg) £1jqpL, 3 fimiJQm&ffi L fz 0 Kfomiz2, 5-?/ 
h4>7-'J > (1 0 2mg) 1 O^PM&ilMl^o ££&tc&i|7j< 

;UA/7-t? h> (10/1) TS§it5-> l JW^7i»?o7 hf^yj-tz 
«kt)mS5!L. IiO{k^8 1mg^ iK$9 0%T*^c o 

1 H-NMR (CDC 1 g, 500 MHz) .6 3. 68 (s, 3H) , 
3. 78 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 46 (d, J=5. 5Hz, 1H) , 6. 53 (dd, J=3. 1, 8. 5 
Hz, 1H), 6. 76 (d, J=9. 2Hz, 1 H) , 7. 13 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 52 (d, J = 9. 2Hz, 
2H), 7. 55 (s, 1H), 7. 57 (s, 1 H) , 7. 78 (s, 1 H) , 

7. 91 (d, J = 3. 1Hz, 1H), 8. 49 (d, J=4. 9Hz, 1 H) 
KftfttFHl (FD-MS, m/z) : 4 7 5 (M + ) 

N— (3, 5- ! J* h^>7x~;b) -N / - {4- [ (6, 7->V 
-4-47 l);U) 7jc^;U} frU7 (2 5 9) 

6, 7->7F + ^-4- (4-7i;7x; + -» >J > (5 3mg) £ 
h^x> (5ml) {Cj!jD&&fl¥U M>i^;U7S> (1ml) *jD*.fc8U h 
•J7^-xy> (lOlmg) ^»n^> 4^WiSMLfco R^lc3. 5-*' 
> h^->7-'J> (62mg) fcfla*.. 1 3^raSDJfeS^Lfc 0 K£&K&&7k 
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1 H-NMR (CDClg, 500 MHz) : 6 3. 73 (s. 6H), 
4. 00 (s, 3H), 4. 03 (s, 3 H) , 6. 18 (s, 1 H) , 

6. 42 (d, J=5. 5Hz, 1 H) , 6. 60 (s, 1 H) , 6. 60 (s, 
1H), 7. 09 (d, J=8. 6Hz, 2 H) , 7. 40 (s, 1 H) , 

7. 45 (d, J=8. 6Hz, 2H). 7. 56 (s, 1 H) , 7. 68 (s, 
1H), 7. 85 (s, 1H), 8. 45 (d, J=5. 5Hz, 1 H) 

(FD-MS. m/z) :4 7 5 (M + ) 

N- (2, 3-^7;^P7x-;b) -N' - {4- [ (6, h*-> 
tt->3 7x-i) -7 1^7 (2 6 0) 

6, h + ->-4- (4-7;;7x;*-» +y; > (5 Omg) £ 

h;u^> (5ml) izuaimmu MJx*-;U7 5> (lml) fcjn*.*:^ h 
'J7*xy> (55mg) *7JP^> 3#P B m*^ML/c 0 SlCttlc2. 3 --I* 7 
Wd7-'J > (5 lml) *Jp>L^ 2 0»PJKlPJIMBlELfco RJEttJcRitojc* 

h U ^Afcjg&fcflnx.. ^Kx^;u-e2HlttlliL7tmWtse ; &fiSfD^7KT-zfe 

A/7*h> (10/1) T'®g§-9 u -5> l J*W*5A^av h^57^ 
»>»«U »^k^6 Omg, JR$7 9*>T'#* 0 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d. J=4. 9Hz, 1 H) . 7. 02- 
7. 08 (m, 1H), 7. 11-7. 19 (m, 1 H) . 7. 23 (d, J = 
9. 2Hz, 2H). 7. 39 (s, 1 H) , 7. 52 (s, 1 H) . 7. 59 
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(d, J=9. 2Hz, 2H), 7. 94-7. 99 (m, 1 H) , 8. 47 
(d, J = 4. 9Hz, 1H), 8. 78 (s. 1 H) , 9. 25 (s, 1 H) 
M&tJHI (FD-MS, m/z) :45 1 (M + ) 

ll«I^J2 2 5 

N- (3, 5-^7Mo7xz;l) -N' - {4- [ (6, 7 -it* h*»> 
-4-4V U;tQ **vj Z-S^jll (2 6 1) 

6, 7-^^ h 4^ — 4 — (4-7i;7x;4^) *yj > (5 Omg) £ 
MUx> (5ml) Izmm&mU MJx^;U7S> (1ml) *jDjtfe^ h 
'J7t^> (55mg) £2jo*.n 3 #P B 1flDffeigait L tz 0 BUtMLlz 3 , 5-y7 
Wd7-'J> (6 6mg) *in* % 2 0#Mta*USflELfco RfCttfcifel*** 

A/7-b h> (1 0/1) T-Jg§|*3*y#y;k*7 5A?nv hr57-r -fc«k 
&*»«U £m<D4k£®}$: 4 9mg> JR$6 4%-e*i£ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s, 3H). 6. 45 (d, J=4. 9Hz, 1 H) , 6. 75- 
6. 83 (m, 1H) , 7. 16-7. 26 (m, 4 H) , 7. 3 9 (s, 1 H) 
. 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H), 8. 47 

(d, J=4. 9Hz. 1H) . 8. 99 (s, 1 H) , 9. 12 (s, 1H) 

JM#*?tt (FD-MS, m/z) :45 1 (M + ) 
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HM0J2 2 6 

N- (2, 3, 6-h'J7^D7^) -N' - {4- [ (6, 7-i>V 

t±j^±Z±ZJL^l*±k2 Z-£=M ^7(2 6 2) 

6, b*<>-4- (4-7U7xy+v) *7 'J > (5 0mg) £ 

h;l/jc> (5ml) IcJdJ»»J»Lx HJx*;U7S> (1ml) fcfti*.*:** h 
*)7*xy> (5 5mg) &2)0;U 3 ^IHUDlWSdK L tz 9 RitttK 2 , 3. 6- 
MJ 7jM-o7-D > (5 3ml) 2 O&MmMMmitio Kfcmz&i 

h >j vAxmLzta^ vm**b'c2imto iiz&5mm*mi*M 

o*;UA/7-t? h> (10/1) 78^5 'J *f 7 A ^ d 7 h ^ 7 7 <f 
-fc«fc»>fl!«U ^®©ft£&l£3 Omg. JR^38%T^ 0 

1 H-NMR (DMSO-dg. 500 MHz) :<53. 93 (s, 3 H) , 
3. 94 (s, 3H). 6. 44 (d, J = 5. 5Hz, 1 H) , 7. 15- 
7. 2 5 (m, 3H) , 7. 3 3-7. 4 4 (m. 2H) . 7. 5 2 (s, 1 H) 
, 7. 59 (d. J =8. 6Hz, 2H), 8. 41 (s, 1H). 8. 46 
(d, J =4. 9Hz, 1H) , 9. 18 (s, 1 H) 
KmfWrm (FD-MS, m/z) : 4 69 (M + ) 

HWJ2 2 7 

N- (2, 6-^7;bta7x^) -N' - {4- [ (6, l-'J* h*-> 
-4-t;'J;l/) 7x-)H 7U7 (2 6 3) 

6, h+^-4- (4-7;;7x; + -» +>"J> (5 Omg) £ 

h;Uai> (5ml) lcSn&i§ft?Lfc&. 2, 6-x7Wa7x^Ky->7^ 

-f (i0 4mg) fcjD*. 3o»pjan»a«Lfco tFfaiLTSfcisa^wRu 
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1 H-NMR (DMSO-dg, 500 MHz) : <5 3. 94 (s. 3 H) , 
3. 95 (s, 3H), 6. 44 (d, J=4. 9Hz, 1 H) , 7. 13- 
7. 25 (m, 4H), 7. 2 8-7. 3 8 (m, 1 H) , 7. 39 (s, 1 H) 
, 7. 5 2 (s, 1 H) , 7. 5 9 (d, J = 9. 2 H z, 2H) , 8. 15 
(s, 1H), 8. 46 (d, J=5. 5Hz, 1 H) , 9. 09 (s, 1 H) 
matfrfi (FD-MS, m/z) :45 1 (M + ) 

mmw2 2 8 

N- [2, 5-b'x (HJ 7 ;u*py 7x-;U3 -N' - {4- [ (6, 
7-^ht^-4-^'J;l/) £4^] 7x^} (2 6 4) 

6, 7-S?y h**>-4- (4-7;y7x; + -» U > (5 Omg) £ 
h;bx> (5ml) lzjDJI&»#U Mx^;U7S> (1ml) fcflniLfcSU h 
'J7*x>!f> (5 5mg) £JJD;U 3»SbllLt 0 RlCtt{w2. 5-b*X 
(h'j7;^ny^) T-U> (7 9ml) £in;U 2 0£Mitafl!^Lfco 

g|fl5£? Do*;|,A/7-tr h > (10/1) T'Jg^-S > 'J fiYJlilv A? D7 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 94 (s, 3H) , 
3. 95 (s, 3H), 6. 45 (d, J=4. 9Hz. 1 H) , 7. 24 (d, 
J = 9. 2 Hz, 2H) , 7. 4 0 (s, 1 H) , 7. 52 (s, 1 H) , 

7. 6 0-7. 6 6 (m, 3 H) , 7. 95 (d, J=7. 9Hz, 1 H) , 

8. 3 8 (s, 1H) . 8. 4 6-8. 5 2 (m, 2 H) , 9. 7 0 (s, 1 H) 
M^ffi (FD-MS, m/z) :551 (M + ) 
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mmm2 2 9 

N - (2, ht-/7x^) -N' - {4- [ (6, h*-> 

-4-*/ U AO 7x-;H (2 6 5) 

6, l-'J* h + v/-4- (4-7;77iy + y) +yj > (5 1mg) £ 
MUx> (5ml) KflD&jgjgU h>jxf-;b7^> (1ml) Z1®z.tz'&^ Y 
>)7*XY> (7 2mg) £in;U 3£F.mjn&ML^o Slt^ic2, 4-v> 

h+->7^';> (60m g ) ziB^, iiftf&msmwLUz a Kfcm^mwm 

A/7Hzh> (10/1) T«Jg^S->U^7W^vA^D-7 
f9^S!U »t^4 4rag, JR$5 3%T-*§* 0 

■"■H-NMR (CDC 1 3 , 5 0 0MHz) :<5 3. 7 4 (s, 3 H) , 
3. 80 (s, 3H), 4. 03 (s, 3H), 4. 05 (s, 3 H) , 

6. 44-6. 51 (m, 3 H) , 7. 06 (s. 1 H) , 7. 12 (d, J = 
9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 49-7. 51 (m. 3 H) , 

7. 5 7 (s, 1H) , 7. 8 6 (d, J =8. 6 Hz, 1 H) , 8. 4 8 (d, 
J=5. 5Hz, 1H) 

MfcMFPH (FD-MS. m/z) :4 7 5 (M + ) 

»J2 3 0 

N- (2-^op7x-;I/) — N' - {4- [ (6, 7- : J/ h*i/-4-* 
yj;l/) *4-->] 7x_;l/} 1/7 (2 6 6) 

6. 7- *J* h + v/-4- (4-7;;7x;+-» +y'J > (5 2mg) £ 
h;Ux> (5ml) CM^iLfc^ 2-^DD7xi;Kvm-h 
( 0 . 0 5ml) *fln*.* 3 0 £fiflft)&38E tfzo RJC»tt* * a a *;UA/7 



WO 97/17329 



193 



PCT/JP96/03229 



■feh> (10/1) -efiWJ1--5v/'J*y^*7A^p-7h^7>f-lcJ:0IW!! 
U *H©{b£«J*6 4mg N JR*8 l%f»fc 0 

1 H-NMR (CDC 1 g, 500 MHz) : 6 4. 01 (s, 3H). 
4. 05 (s, 3H), 6. 46 (d, J=4. 9Hz, 1 H) . 6. 98 (d 
d, J=7. 3, 7. 9Hz, 1H), 7. 14 (d, J=8. 6Hz, 2H), 
7. 26 (dd, J=7. 3, 7. 9Hz, 1 H) , 7. 31 (d, J=7. 9 
Hz, 1H), 7. 43 (s, 1H), 7. 52 (d, J=9. 2Hz, 2H), 
7. 57 (s, 1H), 7. 57 (s, 1 H) , 8. 24 (d, J=7. 9Hz, 
1H) , 8. 3 7 (s, 1H) . 8. 5 0 (d. J = 5. 5 Hz, 1 H) 

tt&Sm (FD-MS. m/z) : 44 9 (M + ) .45 1 (M + +2) 

2dfe0"J2 3 1 

N — (3-^dd7x-;1/) -N' - {4- [(6, 7 h*i/-4-* 
yjJU) 7*-M OUT (2 6 7) 

6, 7-5M 4- (4-7;;7x^-» +7 U > (5 2mg) £ 

bJliuy (5ml) Izmm&mLtL®.^ 2-?od7xz;K v .> 7 ^- |, 
(0. 0 5ml) 3 O^F^TOl&SMLfco WLfcms&t uu*)\,U/7 

■fe h> (10/1) T'SI§-r-5'>U^y^7A^n^ h^77^ -KitflfS! 
U ^i©{t£#l£7 2mg N iR$9 3%T^fc e 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 5 3. 9 8 (s, 3 H) , 
4. 0 3 (s, 3H) , 6. 4 1 (d, J = 4. 9 Hz, 1 H) , 6. 9 9 (d, 
J = 7. 9 Hz. 1H) , 7. 0 9 (d, J =8. 5 Hz. 2 H) . 7. 16 
(dd. J=7. 9Hz. 7. 9Hz. 1 H) , 7. 23 (d, J=8. 6Hz, 
1H) , 7. 3 8 (s, 1H) . 7. 4 2-7. 4 4 (m. 3 H) . 7. 5 6 
(s. 1H) , 8. 13 (s. 1H) , 8. 14 (s. 1 H) , 8. 44 (d. 
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J=5. 5Hz, 1H) 
JM£*fttt (FD-MS, m/z) :4 4 9 (M + ) , 451 (M + +2) 

N- (2, 3-S?y ht->7x-^) -N' - {4- [ (6, h*-> 
-4-*y U;U) 7i-;H g_U7 (2 6 8) 

6, 7-5>y h*S/-4- (4-7i;7x; + -» *y 'J > (5 2mg) £ 
h;Ux> (5ml) ICflDttiSJUU HJxfj|,7* > (1ml) £i)D;lrt:gU h 
'i7txf> (74mg) £Jd*x 3^JD^«ML^o Rfom\z2, 
h*->T-U> (0. 0 5ml) £JjD>U 1 l»iMLt 0 RlBttJcftK 

*;UA/r-t?h> (10/1) tigit 5 •> "J ^7 yVW 7 A ^ D 7 h 7 - 
Jw«kt)*f$!!U aHOfb^ft*8 3 m g, Wmi 0 0%Tli^ o 

1 H-NMR (CDC 1 3 , 5 0 0MHz) : 6 3. 7 2 (s, 3 H) , 
3. 84 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3H), 

6. 46 (d, J=5. 5Hz, 1 H) , 6. 62 (d, J=7. 9Hz, 1 H) 
, 7. 05 (dd, J=8. 5, 8. 5Hz, 1 H) , 7. 13 (d, J = 

9. 2Hz, 2H), 7. 43 (s, 1 H) , 7. 54 (d, J=8. 6Hz, 
2H). 7. 58 (s, 1H), 7. 85 (d, J=8. 6Hz, 1 H) , 

7. 88 (s, 1H), 8. 27 (s, 1 H) , 8. 50 (d, J=5. 5Hz, 
1H) 

M##HS (FD-MS, m/z) :4 7 5 (M + ) 
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H&0J2 3 3 

N- (4-b Ka^->7x^l/) -N' - {4- [ (6. 7-->V^->-4 
-*J »J;U) yjL-Jl) frl/7 (2 6 9) 

N- (4- / <>^;l/t*'>7i-;l/) -N' - {4- [ (6, 7-v?y 
-4-+yj;U) 7x-;H -71/7 (2 2 8mg) £N, N-5*/f\rt, 

*;l,A7S Y/Wms-f-h (1 5m 1/2 Om 1) h 'Jx^;U7$ > 

(4ml) *flD*fcSU 2 0%7KK{b^°7v?'7A (1. 1 8 g) £»D;U **# 
X1?BB»TSST?1 5«rWH»PLfco RIEWE**^^ h*«U «tt*«ttLfc 
Sl^^on*;l/A/7th> (10/1) T~mmtZ •> 'J tiffrii 1 ? A? 
nvh^7>f-{c«k»9^SiU «HOft^»*l 8 8mg, K$l 0 0%Tr|f 

1 H-NMR (DMSO-dg, 500MHz) : <5 3. 98 (s, 3H), 
3. 99 (s, 3H), 6. 60 (d, J = 5. 5Hz, 1 H) , 6. 68 (d, 
J=8. 6Hz, 2H), 7. 21 (d. J=8. 5Hz, 2H) , 7. 22 
(d. J=8. 5Hz, 2H), 7. 47 (s, 1 H) , 7. 60 (d, J = 
9. 2Hz, 2H), 7. 61 (s, 1 H) . 8. 58 (s, 1 H) , 8. 59 
(s, 1H), 8. 98 (s, 1H), 9. 03 (s, 1 H) 
KS£*Hi (FD-MS, m/z) :43 1 (M + +l) 

HJ60IJ2 3 4 

N- (4-74? ^->7x-;b) -N' - {4- [ (6. 7 - v>V h*->- 4 
Z±Z-!1±) *j±3 7x^} 7U7 (2 7 0) 

N- (4-b Kd+->7x^) -N' - {4- [(6, 7-^^>-4 
-*y 7x-;H -7U7 (4 7mg) Zmtt + ls^s (6ml) 

l^«?U h 5 > (2ml) £7JD;i*:&> fcTklfcl? (0. 5ml) £ 
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«a»Lfc 0 «ETfc«£S*U Wt*^oa*AV7Hrh> (10/1) T? 

1 H-NMR (CDC 1 3 . 500 MHz) : <5 2. 31 (s, 3H), 
4. 01 (s. 3H), 4. 04 (s, 3H), 6. 43 (d, J=5. 5Hz. 
1H), 7. 01 (d. J=8. 6Hz, 2 H) , 7. 11 (d, J=9. 2H 
z. 2H), 7. 26 (brs, 1 H) , 7. 32 (d, J=9. 2Hz, 2H) 
, 7. 40 (s, 1H), 7. 45 (d, J=9. 2Hz, 1H), 7. 56 
(s, 1H), 7. 56 (brs, 1 H) . 8. 4 6 (d, J=4. 9Hz, 1 
H) 

tt&Vm. (FD-MS, m/z) :4 7 3 (M + ) 
H»J2 3 5 

N- (3, 4, 5- Hjy h*->7^_;U) - N' - {4- [ (6, 7-^y 
h*->-4-*7'J^) g_U7 (2 7 1) 

6, 7-i?t h*i/-4- (4-7;;7x;+y) *y V > (5 2mg) £ 
h>»Ux> (5ml) \zija$mmU Y^)s.^)l7ly (1ml) £2lD*fcigL h 
'J7*7.y> (6 6mg) 2^EB0lRj8«Lfeo 5&&K3, 4, 5- 

h + i/T-^ (7 6mg) Ztiaz.. 1 9^JD*WB«Lfco RiSttlcflSI 

*;UA/7-t?h> (10/1) -eSRit«*>U*y;U*7A^n-7h^7-f ~ 

fc-fcomiu mmoit&m&i 6m g . jcts 7%t^ 0 
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1 H-NMR (CDC 1 3 , 5 0 0MHz) :63. 81 (s. 6 H) , 
3. 83 (s, 3H), 4. 02 (s, 3H), 4. 05 (s, 3 H) , 

6. 44 (d, J=4. 9Hz, 1 H) , 6. 69 (s, 2H), 7. 12 (d, 
J=9. 2Hz, 2H) , 7. 41 (s, 1 H) , 7. 41 (b r s, 1 H) . 

7. 48 (d, J=8. 6Hz, 2H), 7. 57 (s. 1 H) , 7. 58 (s, 
1H) , 8. 47 (d, J=4. 9Hz. 1 H) 

ItMKFD-MS, m/z) :5 0 5 (M + ) 

N — (2, 4->'7^Q7x-;l/) -N' - {4- [ (6, 7-->V 
-4-*yj;l/) 7*-Jl) -7U7 (2 7 2) 

6, 7-v^y h*i/-4- (4-7;;7x; + y) +7 'J > (1 0 Omg) 
£b;bx> (10ml) L fcSU 2, 4-y7Wo7x-MVy 

T*-h (12 0ml) Srfln*.. 3 0 ^^SD^tS^ L tz 0 WmLT*fcfeS*» 
HU h^i>"^*»1-*CilcJ:t)«i©fl:#ft*l 2 8mg, JR$8 4%T: 

1 H-NMR (DMSO-dg, 500 MHz) : 5 3. 94 (s, 3H), 
3. 95 (s. 3H), 6. 46 (d, J=4. 9Hz. 1 H) , 7. 0 3- 
7. 1 0 (m, 1H), 7. 2 2 (d, J =9. 2 Hz, 2 H) , 7. 2 8- 
7. 35 (m, 1H), 7. 39 (s. 1 H) , 7. 52 (s, 1 H) , 

7. 59 (d, J=9. 2Hz, 2H), 8. 05-8. 12 (m, 1 H) , 

8. 4 7 (d, J =5. 5 Hz, 1 H) , 8. 5 2 (s. 1 H) , 9. 1 5 (s, 
1H) 

m&ftmm (FD-MS, m/z) :451 (M + ) 
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HJS0I2 3 7 

N- (2, 5-^7Mo7x^l/) — N' - (4- [ (6, l-'J* h*-> 
-4-*>MJ;10 tt->] -7z.-)\>} 2kl (2 7 3) 

6. h + ->-4- (4-7i;7x; + "» *V 'J > (1 0 Omg) 

£h;l,jL> (1,0ml) fcjta»**¥Lfc8U 2, 5-/7;^D7x^KVy 
7*-h (12 0ml) £flD*.. 3 0£HHn*&iB&ltL*: o tFftH LT£fc*gg£tt 
flfcU Y)l^>X°imtZZtlzjLiomm®<t&y>)£l 3 2mg. iR^8 7%"e 

1 H-NMR (DMSO-dg. 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 
3. 95 (s. 3H), 6. 46 (d, J=5. 5Hz, 1 H) , 6. 8 0~ 

6. 87 (m, 1H), 7. 23 (d, J=9. 2Hz, 2 H) , 7. 2 7~ 
.7. 33 Cm, 1H), 7. 40 (s, 1H), 7. 52 (s, 1H) , 

7. 59 (d, J=8. 6Hz, 2 H) , 8. 03-8. 08 (m, 1 H) , 

8. 47 (d, J=5. 5Hz, 1 H) , 8. 78 (s, 1 H) , 9. 27 (s, 
1H) 

mmftVrm (FD-MS, m/z) :45 1 (M + ) 
H»J2 3 8 

N— (4-7U-2-^nD7x^) — N' - {4- [ (6, 7-v^ h 
**/-A-*J*)JV) ^^3 7x^1} frU7 (2 7 4) 

N— (4-?dd-3--Fd7x-^) — N' - {4- [ (6. 1 -Vt h 
+ i/-4-^-y ij;U) 7x-M «7l/7 (15 Omg) ^^od^A 

/* ?J-)l/1£ (1 Oral/1 3ml /3ml) lc*f*U *tmMi- b U "7 
A(501mg) £flD*.. 6 0*CKT5 0#M«#Lfco 9 o a*;UAT-2®tt 
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*«£S*U »»t^DD*W7-bh> (10/1) VBMt 
^7A^D7h/77^ -lcJ:t)«i!U ^S©ft£$l£4 8mg N $$3 4 

1 H-NMR (DMSO-d 6 , 500 MHz) :<53. 94 (s, 3H) , 
3. 94 (s, 3H), 5. 14 (b r s, 2H), 6. 43 (d. J=4. 9 
Hz, 1H), 6. 51 (m, 1 H) , 6. 65 (d, J=2. 5Hz, 1 H) , 
7. 17 (d, J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 48 (d. 
J=8. 6Hz, 1H), 7. 51 (s, 1 H) , 7. 56 (d, J=8. 5H 
z, 2H), 7. 83 (s, 1H) , 8. 45 (d, J=5. 5Hz. 1 H) , 
9. 10 (s, 1H) 

K«£*rtt (FD-MS, m/z) :4 6 4 (M + ) , 4 6 6 (M + + 2) 

^JS^J 2 3 9 

N- {4- [(6, 1- ! J* h*->-4-*y D;lQ 7i-;H - 

N' - [2-^h^^^>*U^-;U7x-;l/] "71/7 (2 7 5) 

6, 7-^n + ->-4- (4-7;;7x; + '» 4-V 'J > (1 0 Omg) 
£h;Ux> (10ml) U HJx^;U7S> (1 m 1 ) fcJnifcfU 

Y*)7*X>f> (10 Omg) £?JQ;U 2%t&WM8ML*.o KJfcttfcxf-JU- 
2-7 ;;^>'/x- h (8 4mg) fcfln*., 2 NrBBtHiMBt L fc 0 

h U *A*»tt£Jo*. x S^Kx^;UT2lHiattiL^^WtSl^^iafD^ 

n,-M,A/7-feh> (10/1) T'SBit* S"J tfJWy 1*9 d? h^57^ 

1 H-NMR (DMSO-dg, 90MHz) 37 (t. J=7Hz, 

3H) , 3. 94 (s, 3H), 3. 94 (s, 3 H) , 4. 38 (q, J=7 
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Hz, 2H), 6. 47 (d, J=5Hz, 1 H) , 7. 1-8. 1 (m, 9 H) 
, 8. 38 Cd, J=9Hz, 1 H) , 8. 47 (d, J=5Hz, 1 H) , 
9. 9 2 (s, 1H), 10. 10 (s, 1H) 
®fi##rfit (FD-MS. m/z) :4 8 7 (M + ) 

nmm2 4 o 

N- (2-^ fW7x-;b) -N' - {4- [ (6, l-vt h*->-4 
-^;'J;l/) 7x-;l/) frU7 (2 7 6) 

6, 7-vV h*->-4- (4-7W7x; + y) +;'J> (1 3 lmg) 
ZhJlx-y (13ml) (Cjta&i§ft?U F'Jxf;l,7;> (2. 6ml) £fln*. 
fcflL h 'J 7 * > (152mg) £?JQ;i. 2 ftNMn&Sift L fco KlEISl: 2 

-^f;w7-u> (o. iimi) ^jnx.. i o#p H m*fcMLfc 0 frfom 

£?on*;UA/7-t? h> (4/1) «t5->'J W*7A^dt 

1 H-NMR (DMSO-dg, 5 0 0MHz) .62. 5 0 (s, 3 H) , 
4. 00 (s, 3H). 4. 00 (s, 3H), 6. 51 (d. J=5. 5Hz, 
1H), 7. 0 8~7. 15 (m, 1 H) . 7. 2 5-7. 3 5 (m, 3 H) , 
7. 45 (s, 1H), 7. 48 (d, J=7. 9Hz, 1 H) , 7. 58 (s, 
1H) , 7. 6 7 (d, J =8. 5 Hz, 2 H) , 7. 9 9 (d, J = 7. 9H 
z, 1H), 8. 24 (s, 1H), 8. 53 (d, J=5. 5Hz, 1 H) , 
9. 6 1 (s, 1 H) 

Kfi#tJfM (FD-MS, m/z) :46 1 (M + ) 
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HWJ2 4 1 

N- [3, (y02A±Bj±^) 7x-;l/] -N' - {4- [ (6, 

7- : J/ h*i/-4-*J *))],) *±j/] 7x-;U} 7U7 (2 7 7) 

6, 7-^h + ->-4- (4-7^7x; + y) *>"J > (5 Omg) £ 
HU^> (5ml) izmmmmi. h')^JU7i> (lml) £fl0;irt:&x h 
'J7*xy> (5 5mg) £fln;L N 3^HJDl»ia«EL^o SlS«lw3, 
(F'j7^D^fA) 7-U> (116mg) ^r^s 2 0£HflO*«SELfco 

aat*^Do*^A/7-bh> (10/1) «t5->'J^W7A^o7 

1 H-NMR (DMSO-dg, 500MHz) : <53. 93 (s, 3 H) , 
3. 94 (s, 3H). 6. 45 (d, J = 5. 5Hz, 1 H) , 7. 23 (d, 
J=9. 2Hz, 2H), 7. 39 (s, 1 H) , 7. 51 (d, J=9. 2H 
z, 2H), 7. 62 (d, J = 9. 2Hz, 2 H) , 7. 64 (s, 1 H) , 

8. 15 (s, J =5. 5 Hz, 2H) , 9. 1 3 (s. 1 H) . 

9. 4 3 (s, 1H) 

MbMJfli (FD-MS, m/z) :551 (M + ) 

H»J2 4 2 

N- Q-^DOT'Db^) -N' - {4- [ (6, 7-y/ l±£z±Z± 
JV)V) 7x-;H 71/7 (2 7 8) 

6, 7-9* h*>-4- (4-7;y7i; + ^) +;'J> (50mg)^ 
p;Ux> (5ml) KJdJ»»»Lx r 'J S > (lml) £fln;L*:SU r 

'J7**y> (5 5mg) £tlD;U 3MJnl^S^L^o K$mzZ->?nu7 



WO 97/17329 



2 02 



PCT/JP96/03229 



nf;U7-»J> (6 6mg) *JDA % 2 0 ^TO^iSM I fro 

V7th> (1 0/1) TJg§g-rS>'J*W^7A^DTh^77^-{C^ 
U &m<Dlt&<fot: 2 6mg. JR$3 7%Tl#^ 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 5 1. 8 7-1. 9 4 (m, 
2H), 3. 20-3. 27 (m, 2H), 3. 69 (t, J=6. 1Hz, 2 
H) , 3. 93 (s, 3H), 3. 94 (s. 3H), 6. 29 (t, J = 
6. 1Hz, 1H), 6. 41 (d, J=5. 5Hz, 1H) , 7. 14 (d, 
J=9. 2Hz, 2H), 7. 38 (s, 1 H) , 7. 50-7. 55 (m, 3 
H) , 8. 46 (d, J=4. 9Hz, 1H), 8. 61 (s, 1 H) 

Vm&VHtL (FD-MS, m/z) :415 (M + ) 

H»J2 4 3 

N- {5- [2- (4-7;M-p) 7x>^->] -b*'Ji?;U} -N' - {4- 
[(6, 7-^>h4->-4-^;'J^) t^->] 7x-^} frU7 (2 7 9) 

6, 7-i?y h + >-4- (4-7;;7x;*i/) +yj > (5 3mg) £ 
bJl^y (5ml) JctjQ^j|?Ls MJx^7^> (1ml) £1]QZ-fr'&s h 
*)7*XY> (58mg) £fln*.. 4£mtiQ®&WLltZo KJCfcfc 5 - 7 S / - 
2- (4-7;M"o) 7x/*->fc°<J v> (9 5mg) ^fln*.. 1 9^M« 
^Lfco fcl&mz&mTkmi- h 'J «7A7Kfc&£fln;i. #&xf-;i^2lH]ll&fctSL7^: 

9*U &M£?oa*;bA/7-t? h> (10/1) X'&ffltZ 5"J ijfjlij? 
J*Zu-? b?77< -iz&Qm&U ^S©fl:£$|£7 4mg. fi$7 9%T?*§ 



WO 97/17329 



203 



PCT/JP96/03229 



H — NMR (DMSO-dg, 5 0 0MHz) : 6 3. 9 4 (s, 3H) , 

3. 9 5 (s, 3H) . 6. 4 4 (d, J =5. 5 Hz, 1 H) , 7. 0 1 (d. 
J=8. 5Hz, 1H), 7. 12-7. 24 (m, 6H), 7. 38 (s, 1 
H) , 7. 51 (s, 1H), 7. 59 (d, J=9. 2Hz, 2 H) , 

8. 01 (d, J=8. 6Hz, 1H), 8. 19 (d, J=2. 4Hz, 1 H) 
, 8. 4 6 (d, J=4. 9Hz, 1H), 8. 77 (s, 1H) , 8. 89 
(s, 1H) 

KS#iFfM (FD-MS, m/z) :5 2 6 (M + ) 
HWJ2 4 4 

N- {4- [ (6, l_z21 M^>-4-*y |M0 1 ^-M - 

N' - (3-v?>f;l/7;;7x-Jb) g_LZ (2 8 0) 

6, 7-^n + ->-4 - (4-7;;7xMy) *7 H > (5 2mg) £ 
h;l^> (5ml) fcflD&&*?U h'Jx^;U7?> (1ml) h 
V7*x>f> (55mg) 3 ftmija&MM L fc c Sffc&l;: 3 - ^ y 

7^7-'J> (69mg) £;(jd*.> 1 2 #P B m&» L £ 0 SC^^^KtK^ 

#U ft&RSfflH-h UtfA-ettiiLfco ttET»iK£S±U SI^dd^ 

a/7*h> (i o/i) ■eawB"^<5'> , J*w*7A^o-7 -K<fc 

SfllMU Wb^7 2mg, TO 8 9KT»fc 0 
^ H — NMR (CDC 1 3 , 5 0 0MHz) : <5 2. 9 2 (s, 6 H) , 

4. 01 (s, 3H), 4. 03 (s, 3 H) , 6. 41 (d. J=4. 9Hz, 
1H), 6. 48 (d, J = 8. 6Hz, 1 H) , 6. 56 (d, J=9. 2H 
z, 1H), 6. 88 (s, 1H), 7. 08 (d, J=9. 2Hz, 2 H) , 
7. 14 (dd, J=7. 9, 8. 5Hz, 1 H) , 7. 35 (s, 1 H) , 
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7. 41 (s, 1H), 7. 45 (d. J = 9. 2Hz, 2 H) , 7. 55 (s, 
1H). 7. 67 (s, 1H), 8. 45 (d. J=4. 9Hz, 1 H) 

MibftMi (FD-MS, m/z) :45 8 (M + ) 

mmm 245 

N- (2-kFnty7x-i) — N' - {4 - [ (6, 7-v^ h^>-4 

7x-;H frU7 (2 8 1) 
6, 7- ! J* h*->-4- (4-7^y >J > (1 0 5m g) 

(10ml) Icflofl&SJJRU h'Jif;l/7;> (2ml) *JJD*.fcSU 
(1 18mg) £Jq*. % 2 ^MttnHHai«t U feo RJ6*»C2-T$ 
;7i;-;K77mg) £2lD;L> 1 Q&mmMNtLtZo Rf&ttK&K*** 

SATIS* Lfco «ET»tt£fy*U n n*;UATft 

1 H-NMR (DMSO-dg, 5 0 0MHz) :<53. 94 (s, 3 H) , 
3. 95 (s, 3H) , 6. 45 (d, J=4. 9Hz, 1 H) , 6. 73- 
6. 88 (m. 3H), 7. 20 (d, J=8. 6Hz, 2H), 7. 39 (s, 
1H), 7. 52 (s, 1H), 7. 59 (d, J=8. 6Hz, 2H), 

8. 0 3-8. 0 8 (m, 1 H) , 8. 19 (s. 1 H) , 8. 4 7 (d, J = 
5. 5Hz, 1H), 9. 46 (s, 1 H) , 9. 95 (s, 1 H) 

H&fttitM (FD-MS, m/z) :431 (M + ) 
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mmm2 a 6 

N- (3-b Ko*S/7x-;lO -N' - {4- [ (6, 7--^h^y-4 
Z±JJ)jU) t±kl Z±j=M (2 8 2) 

6, 7->7h + ^-4- (4-7;;7xy + -» +;u> (H5mg) 
£h;Ux> (1 2ml) KflD&&ft?U h'Jx^;U7^ > (2ml) *tio*_tzik^ 
h>)y*xf> (113mg) £fln;t N 2ft®1jQM&m.ltz 0 Rfomz3-7i 
^7x;-;K73mg) Srfla*., 1 0ftmtiQ&mffiLtz o S^K^®?*^ 

&&5iiU £jg®fb£«-9 5mg, iR¥6 0%Tl§/c o 

1 H-NMR (DMSO-dg, 5 0 0MHz) : <5 3. 9 4 (s, 3 H) , 

3. 95 (s, 3H), 6. 35-6. 42 (m, 1 H) , 6. 44 (d, J = 

4. 9Hz, 1H), 6. 7 7-6. 8 5 (m, 1H) , 6. 98-7. 08 
(m, 2H), 7. 20 (d, J=8. 6Hz, 2 H) , 7. 39 (s, 1 H) , 

7. 52 (s, 1H), 7. 58 (d, J=8. 6Hz, 2 H) , 8. 47 (d, 
J=4. 9Hz, 1H), 8. 57 (s, 1 H) , 8. 73 (s, 1 H) , 
9. 3 1 (s, 1H) 
It^ffl (FD-MS, m/z) :43 1 (M + ) 

HJ60J2 4 7 

N- (3-b Kot->^^f-^7x-;l/) -N' - {4- [ (6, 7-vM 
h^v-4-^yj-;U) 7x-;H (2 8 3) 

^ffem 9 7Ti#*:N- (3-xh4->*M^7x^) — N' - {4- 
C (6. 7-?* h + i/-4 - + yj-^) 7x-i} £1/7(19 0 

mg) *^y-;K3ml) fc**?U 3 5%imit±> 'J ->A7f<fcft (5ml) 
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3 8 %T''&tz 0 

1 H-NMR (DMSO-dg, 5 0 0MHz) : 53. 94 (s, 3 H) , 
3. 95 (s, 3H), 6. 45 (d, J=5. 5Hz, 1 H) , 7. 20 (d, 
J=8. 6Hz. 2H), 7. 38~7. 65 (m, 7H), 8. 13 (s, 
1H) . 8. 4 6 (d, J = 4. 9 Hz, 1 H) , 8. 8 8 (s, 1 H) , 
8. 9 7 (s, 1 H) 

MS##rfii (FD-MS, m/z) :4 5 9 (M + ) 
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listar-Kyoto^ v Y (B#**--;UX'J'<-*±;!>^A#) «fc 0 W§8£JStij U 
'>-k*>/S(Nephron, 22. 454 (1978)) i:ioT««L/: 0 
109**S/JteffJfitf» (OTn FCS iBS-T) ££CRPMI 1640 Jgife (£TF. Jgftfeift 

^>^*AijfflflS£2 4/Wlg7l«'-- MuSWU 10%FCS ^#triglfe{wT2 

> (&Ts BSAiBS^") 2 5 0 jk ISflnLfco ^yf^XA** 

->K (ETFx DMSOiBSt) -e-fc««3S«5«- d <o^ift*c 1 . 3 8 jt* 1 

aanLrfi^ 3 7WlBttBK >+^^- h L/c 0 t hffl*«|^MlfQ/J^i 
*it$IH?BB8£ (OT. PDGF-BB £0. 1% BSA^^t^ifiJC^I?^^-, 

d*l*»«tt*<5 Ong/ml <h^-5«i:o{c^.^i;Kz2 5 // 1 fogynU 3 7t 
Tl 0^^ >+aK- h L^o lg«!£lfc±U 5 0 0 n 1 O U >tt£ffr£3& 

(pH7. 4) mr. pbs iist) «Hia^Dr^t«*tt 

(IX Triton X100 ^ 2mM *J\>h'<+9J\4ki- h l ) lmM 3-*\z^y-? \y± 
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mt 2 ± h y * a oxf. edta <h ns-r ) h <j z«»4s^g* c p h i . 

4%) ) £5 0/* lgfcDaLfco 4^T'30^ra£LhttiS-9 u 5C<!:Ta!Ba*Rr*^L, 
*©&&IC 1 %v 9 U ;H»* b U •> A (OT> SDS h U 

^mkm^zmmm® t £ < l/c 0 c ©&?£ 2 0 # 1 ico 7 . 5 k&& 

PDGF-BB ©»{CckDgS'J >IMb*S#fcPDGF£Sfl: : ftl 8 OKDa ) 

©/< > k^x> > h y - * - \z xm& u myatma ui^i^x mz&q * 

PDGF-BB jSSJo^«fc5PDGFSS»©SB'J >${fcS£ 1 00%. Ig^fc <k tfPDGF-B 
B fciRtaLWttt.^xJl'fcfcttSeBy >&{b*£0%<!:LT> £7x;U©g 
BU Lfc 0 
«»H«I©«fi*»aBtc^x.Tx *tteft©«£l;:fctt 5PDGFSS(*@B'J 

^iMbK^siaw**^ cn^6@»iiiis*«3eL^ fci*n^©PDGF 

MgS'J >»^5 0%lfi««ffi ( i c 50 ) s-gaj L^o 
*56W©^«j©PDGFS§(*eB»J >!Mb5 OftllSttK (IC 5|J ) (i 1 0 6 

*56W©jif * I Wfc£«5#©ft«W;:HLT % ^ If >**7 A«MSi::*jtt*PDGF 
SSftSBU >»ft5 0«ffi*«K (I C, ft ) Oi***2«i:ii»T*t 0 
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m 2 m 

PDGFSSfcSBU >IMfc 
fc&m* IB # « « ( I C 5(J : j*M) 

(2) 0. 44 

(6) 0. 45 

(8) 0. 10 

(1 6) 0. 05 

(29) 0. 80 

(32) 0. 30 

(4 3) 0. 0 0 5 

(4 4) 0. 0 0 6 

(4 5) 0. 0 1 4 

(4 6) 0. 0 2 1 

(4 7) 0. 0 4 3 

(4 9) 0. 0 1 8 

(5 0) 0. 0 6 7 

(51) 0. 009 

(52) 0. 03 
(5 3) 0.010 
(5 4) 0. 0 0 3 
(5 5) 0. 0 03 
(5 6) 0. 0 0 4 
(5 7) 0. 0 0 6 
(5 8) 0. 0 02 
(5 9) 0.0 0 4 
(6 0) 0. 0 0 4 
(6 3) 0. 4 0 
(6 6) 0. 13 
(6 7) 0. 1 1 
(68) 0. 44 
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l86E©iitt Wistar-Kyoto 5 v b (7ili&) (H*f"+-AXU^-tt^ 
bA¥) ) £fflWc 0 ft?* hThyl. 1 C*t1-£€-y * u-+jl,ffibT~&Z 
OX- 7 (Pathol. Int., 45. 409(1 995) £ffl^THS¥ L/c) £1. 2mg/kg©ffifi 

OX-7&^gB,k0 1B2[§k 8 BHitttSntft^Lfco iftSttlPfg 

1 : &m»ft £25 K£rF©«fl£5£*Ba& 5 

2 : *3$#rtK2 5-5 OWWItff&fcSi&S 

3 : &&Wmz5 0-7 5K©«*bR$£Bai>* 

4 : #3*#rtfc: 7 5-10 (W©8fl£SE*Bi&.5 

3ltta4»©TO*»ft«ftx 3 7 £&#©*£ jS^ L *:i¥©¥l$#3$#®{b* 
^TiJt&U *£*#@{t©flK« (96) **dJLfco MaaftSttBartlettffi 
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1 Omg/kg 11.7 P< 0. 0 5 

3 Omg/kg 10.2 P< 0. 0 5 

1 0 Omg/kg 13.7 P< 0. 0 1 



§*l*ffl]3 

1 tt£^g^4 3®Jb£^0^fr*aito^i« (P 3 8 8) tcft-frSStJBilg 

MM 

v-5xfijfiij|ttP3 8 8» (ATCCi^A?) £1 x 1 0 6 <@Jit!grtf;: 
SiLfcCDF^^X (B*SLCtt^t>A^) ©flfi&rtli 9 Uf$&B, 
1 0 0mg/kg<!:^5^J;9l^^b^^4L/c<i:C5> ^^l3*tLT 
13 0 %omft®Wi1)<m#> Zfttzo 

2 4b£%)#^4 3<D<t&®<Dt h?V*-*mfa (GL 0 7) £fth}-5ftm 

gam 

t h^U^— 7<fflBSGL0 7 (HKS!i^*5f^^^A^) 
fc£ttU M&ftmV 1 0 0mm 3 gglc/Xofc^T^l*©M3K^g{©¥^^ 
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1 1 ifzt zomM® x □ ge>mm#mz c x, s^b^a-^po 

«WW*TxiU MmmtiJ* (TGIR) = (1-Tx/Cx) x 
1 0 0£$&>ti o 1fo4mr£l<DU&M®tpT\ &*©TG I Rfl[li7 6«T*0s 

3 *%Bjj<pft£&<pb h£Uj^v|ffljta (GL 0 7) zvasmtom 

2 ilSHilw, t h^'J*— ?*ffi|®G L 0 7 (H«W^4«ifeP^r^^A^) £ 

»©5p^<i*j-(c/ c i:5 < j;9{cil$4Ef : o{;f|^(t^L. 5 Omg/kg 
K»lHfc£«te. ttJRU3fcttjKf**9BIH£B* -BHsI£ClS:#Lfco 
&B©M#«£1 <h Lfc££©ftMi*©xB§©M«fl:«£Cx x &®Hb£4&j& 
#S*©JWtt»£Tx£U (TGIR) = (1-Tx/Cx) 

x 1 0 0*Jki6iz o Ctl6©tt**»3*C*to 
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(2 5 5) 8 6 

(2 6 0) 5 2 

(2 62) 8 7 

(2 6 4) 6 3 

(2 6 7) 65 
(2 7 2) 8 4 



A#) HV^Xt^ffiU M«W<1 0 Omm 3 g§[l:<£,fc^^ 

0«Wttl©W*<^-fctt 5 «fc 9 1 $ 4 Efo U 100 mg/kg 

Lfc 0 Cftt>©l®Big®#ft» (TGIE) Oil^^4ll:^to 

£421 

aaaa §si ctg i r%) 

(4 3) (5 8) 

COL- 1 colon 68 74 

S t -4 st oraa c h 7 8 8 6 

L-2 7 lung 8 3 9 6 



*<*WJ!Lfco 
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=> 7 - y >mmmm$.T » * t^t s cms 

-S$9~l 0E©8ittDBA/l JNCrjv** (9 AMD (B** + -;UX 

(K — 4 1, ^7- y>St^9f^^c) x 1 5 mgOMycobacterium tuberculosis 
H 3 7 R a (Difco Labs.fr t>A#) * 2. 5nl©£3££fc*i.i;tf7. 5mlcD 
^7n^> VTV*'<> K (Difco Labs.fr^A^) Ji^X7;k/ s >£g§ 
«U v>x©J6««{c3ilMOMIlT?2lHlx lE^fcOO. l«l&Tifc#LH 

20B©x^;l^3 >&4mIBfr£ 1 6 BliffiiBttl&rt 

<k^j^4 30ft^©=i7-y>R«^»!ftO*WI6ffi* (96) *JHT 

*£f*S¥ 7/10 7 0 

1 Omg/kg 1/9 11 

10 Omg/kg 0/10 0 



£Ut©fg*fr & <k^«- 4 3 Oftftttti 37-^ >^3?ttTO^©^S^«l 
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CD 



1. Wi<CH©S^x 

(a) X{±0£fcliST*!K Q«x 

« (ID : 




(ID 



rottl. 2£fctt3T&tK RgliilSiJKCN, OH. adY>, 
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« (HI ) : 




[5£4k mtt±zZtmmmr$>iO, Rg' fcMISiJtcOH, Cj-CgT^+^k 
C x -C 4 7^=i+i/T**t?^ Y N ZttWfcSfcttflglJfcNSfcttCHT**] 

S (IV) : 




««k mfccfcO'Rg' Ji±fB£ITO*-e*tK R 4 (2H N C 1 - C g 7;U* 

(b) XliO. S£/cl±CH 2 T***K QfcU 
£ (V) : 




o 1 
C^-M^UTfctK Att C 1 - C g 7;l/*Jk C x - C ^7 fr* -jl, MR 

(C 3 -C 1Q ) 7^*->k C 1 -C A Tfr?* : si])l#-JW 7jL^.;k ^-7 

^;k 7'J;k f-x-;k 'OV-Ok IftOyV^tfcliC-cr^ 
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0 f ffi1t^£;llR;**iSt>9 lffl©^7-nJDg^£WLT^Tfc«fcl*5--*fctt6- 
M©#31S;©^x d 7 'J -;l/g£> * ^ {* 9 - $ tz it 1 0 -AOMM&O^t d 7 
U-;U*T*t)N AT'gfc£ftSCftb©7>'M^Ugx 7'J-;Ug£*:(±'Vrn 
7'J~;USI^ CN N N0 2 , OH, NH 2 . /noY> n C^-C^U+Jk 
5M* (C 3 -C 1Q ) 7;M^k C 1 - C 4 7;bn + ->, C x -C^TJlndri/ 
fijlt*—JW C 1 -C 5 7->;k Cj-CgTi^n*^ C 1 ~C 3 7^*L/> 
v ? ^-+-> N C j -C 4 7W7; A v- (C 1 -C A T)\s*)l) 7SA 
COgHs CONH 2 , N- (C 1 -C 4 7;U+;U) 7; H\ N, N-i?- 
(C 1 -C 4 7^+;U) 7 5 H\ C 2 -C 4 7-»l/+^7$ h\ h^^tn^f 
;k c 1 -c 4 7;u^;u^^-, 7x^k Ig7x-^K 7x/ + -a Ij|7x 
y + v, 7XZW, |^7xz;i/ft> 7i^/b (C 1 -C 4 7;l/+;l/) N 
gg|7x^;l/ (C 1 -C 4 7;l/+;U) x b'US^k b*5v*-Jk b'USv^k 

t;b^'J-;k *yj;k +^-yj-;k OvM;k S&'OyV^t/cfi 

0. S. NH, NCN N NRg^fettNORg (CC7T\ R g {iC } -C^TJl 

2. WA<NO*^ XttO> S£fcttCH 2 T?*tK Qii> 
it (V) : 




(V) 
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K«k j\ k. R 5 > A^«tO'B{iUf ; tlt±fe<i:|5lli^-e*S] T&£ 0 } 

2. 3; (I) ck W*<CH-e*?K X^O^fcttSTPfctK Q*<S (ID s 
5£ (III ) £fcli5£ (IV) T*£ft£, »*5U:f2«0*y 'J >|fa?#fc e fctf 

3. 5£ (I) ck W*<CH-e*»9, X*<0T*f9 N Q*<^ (II) x £ (III ) 
tfcttS (IV) T^StlS* »*51lwf5«0+y 'J >Sf*f«3.fctf*tt&0SI 

4. 5£ (I) ik x^O, S*fc«CH 2 T-*0x Q#5fc (V) T^^tlS, 
5£ (V) K (V) ck jfe«k^k*<0T*<3, Bii, Os S. NOR g C: 

6 . Si ( I ) tk R t <fctfR 2 jWBSiJK C 1 - C 5 7;U*;UTfc •) N QH>< 
(V) K (V) ik i *<0T*£^oka<lT*£K 

NCN. NRgSfciiNORg RgteC j - C 5 7Jl*)ir&Z) T* 

7. s£ (I) *k r jfcic^Rg^WJJcC x -C 5 7;1-*;ut&*k Qfi< 
£ (V) K (V) ik jfc«fctfkj&<<i*>KlT-fc9> R g fctt 
^f-Jl/T&tU Bli> 0. S, NH> NCN^ NR g £ fcliNOR g 
Rg(iC 2 -C 5 7;M^Tfc£) T**5] ft^ fc|E*©* 
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2 24 



8. ^ (VI) : 



s-7f-;k t-7*f-;k 'Of^k -YVOf-Jk '>?n^^ v/^d's 

fctttru s ^— AT&fr3ft<&;:*i&©7;Mr;ua % rv-jimttz 

li^fn7U-;HliN 7;l/*o x *on N yat, 3-H\ >7A t Ko + 

t*;U7$A v?7^;U7S A h'j7Ato^f;k A*;k xf-Jk "7 a £;k 
-rv7o£;k 7f-;k -fv^f-^k s-^f-zk t-yf-;k y h*-A xh 
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K4\ WttCH*fc{iNT*tK j liO"P*»)^okttlT*S*\ ££14 
j 14 1 T-* t> k 14 0 K>, R x fcitfR 2 (4«{i C 1 - C & TJl^rJlT' 

otx 7>;k -rvyf-;k s-y^k t-r^k 'O^k 'fvof 
;k ->^nOf-;k *>^D^+*>;k v^D^"/^;k 7i^Jk ^-7f-;k 

©7;U^;bS N 7';-^S^^(4^7 L P7'J-;bS(4 N 7;M"n N ?od n 
3-K\ >7A tKat-X - ho, 7^ A ^JU7SA vV^kT 

;k ^f-;k x^;k ^oh 0 ;k <fv7ofcf;k yfvk -Yvy^k s-7f- 
;k t-y^;k > h*-> N i^^> ^o^k 7 "7n y h 

*->fr&«R3*is l ~ 5ji© s&g£WL tot \i rmhtftiz*; <j 
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K4\ WI*CH£/c(iNT&tK R 1 ^fcliR 2 «W{-C 1 -C 5 T;U+ 

;ke**K R 5 ttfla35iJ<c***yt(iyf-;ut?*t)N a«c j -c 6 r;u*;k 
C 1 -C 4 T-'U'!r-;k o'Ofv/k S/^D-M^k i/?D^f;W 
C j -C 4 74/3* ;k 7x-;k f?f-;k 7 l J;k f-i— ;k < 
>W;k 7-fef;k t'Uv^k t°'J$-7-;k fp'jy-;K b'^U-T^k 

7;U*;Ug. 7U-;US^^(i^xo7'J-^gli. ^oy>, ->7A co 2 
H, CONH^ t Ku + k -ho, 7SA Cj-C^^Ti/, v 
- (C 1 -C 4 7;b*;U) 7iA C x -C 5 7->n*i/ N (^-CgTS^k 
C 1 -C 4 7;U*;U^^x h'J7;^n^f;k c x -C 5 7-M^k C 1 - 
C 4 7^3*->;k C 1 -C 4 7;l/3*->*-»l/sK--'k N- (Cj-C^;!/* 
40 7; h\ N, N-v?- (C 1 ~C 4 74/+40 7 i F\ C 2 - C 4 74,*4, 
7S K> if u>i>**k 7x-;k 7x; + a ■*7x-;k <>W;k 
t 0 Uv?;k fc'^v^k fJS-T^k try^y-;k *>"J;k V 
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11. £ (IX) : 




WM:CH*fcttN-e*!K R 1 fe«kO'R 2 iiiiSiJ{cC 1 -C 5 T^ 
R 5 ttfflSiJ{C***A:tty f-;H?**K A liC 1 - C g 7;l/*;k 
C 1 - C 4 T;!/^-;^ ! s9 nO-^;k ->^o^+ >;k o^f^k 
C x -C 4 7;l/3*v/*;U^— ;K 7x^;k ^7^;k 7V;k f-x.=.;k < 
>W;k 7-te^k f'J^;k ey5 2>— ;k t 5 D ij y - ;k e^U-7-;k 

7;u+;uSx 7'J-;ug£*:{i^-ro7U-^Si^ ^°y>. ->7;> co 2 

H, CONH 2 . h Kn*v^ -ha, A C x - C 4 7;M^U7 i A ^ 
- CC 1 -C 4 7)l*Jl) 7SA C 1 -C 5 7->o + v, C 1 -C 5 7->;k 
C 1 -c 4 7-Mr;Uf-;*\ h'j7/^D^f;k C 1 -C 5 7;^;k C 1 ~ 
C 4 7Ao*'>;k C X -C 4 7;l/3+->*^sK-;k N- ((^-(^7^4- 
^) 7$ K\ N, N-S>- (C 1 -C 4 7;U+;b) 7; K\ Cg-C^M^U 
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tf»J 5>;k e^-;k tf»J $ i^-;k tf 'J^-^k +y 'JJk t^ti+^-y 

12. (vi) * N w*<cht-*5> »#^8 Kfei£©*y g >mm#&& 
a*tit> om^m \zn®T~ # s 

1 3. S (VII ) Wi<CHT*«, M^9 ICE«0*7 'J >9i*#fc 

14. 5£ (viii) 4> N w^CHT-*5> ifc&si oiziffi®*; >j >m## 

15. 5£ (ix) w*<CH-e*s> lfclEtto+y y 

1 6. 5£ (X) : 




(X) 
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[5£tk WttCHtfcliN-p&tK R 1 *tzttR 2 im%\KC X -C 5 7)l* 
)i-e&K>, R §\mmKimZtz\tt f-;UT&!)> A tic 1 -c 5 7^+;k •> 
^n^>f->K S^d's*-/;!^ •>*D's7f-/k T'J^k Cj-C^T-fUa* 

®7;U*;Ug, ££ti7i>-;ugii N OH> C0 2 H, 7;M-o, 7dd n t*d 
3-K,ihD % 75;, i?- (C 1 -C 4 7;U+;U) 7$ A xf u>y 
7-feh*>\ C 1 -C 4 7;l/3 + ->^;l/^*-;k M?;U 

^-D>f-;k C 1 -C 4 7;b+;k C 1 -C 4 7;u^ + ->. t°U^;k ifcfctt:? 

x-;^^)^$nsi~5»gg|g^WLT^Tt«k^] Testis*; 

17. (XI) : 




[5$*> WtiCH££tiNTfc*K R 1 ^fe{iR 2 MSiJ(cC 1 -C 5 7JU+ 

^D^>f-;U^ ->^a-\+i/;k ->^o^^f-;k 7 t) JL\ C^-C^^n^ 

©7;U*Jbg. $tz&7>)-Jim^ OH. COgH. 7;M-d, *uo N 7o 
3 ~H\ - hn N 7^ A V- (C 1 -0,7^*^) 7S A 



WO 97/17329 



2 3 0 



PCT/JP96/03229 



7tF + A yf-;Uf-j!\ C 1 -C 4 7;Un + >^;l/^;k 
ta^f;K C 1 -C 4 7^+;k C x - C 4 7;U:3*:k b°'J >>;k 

18. 5£ (I) «K W^CHT*^ X*<O-e*>0> R^^OfRg^ifc 

Q#5£ (V) K (V) i fccfcO'k^«iJ{i0*^{ilT- 
*>*k R 5 ^7K^-e*l9^ A(iC 1 -C 5 7;U+;k v?o^>^;k 
*v/;k •>?o'v/*-;k 7 U ;k C - - C . 7)1?* i/fifrtf-jW 7x^;k 
-t7?)W OW^T&tk AT^b£*i£Cftt>©7;M^uS. 7U-;bg 
tfcl^Tn? l>-^gfi, OH. C0 2 H, 7;U*o. ?na N 3- 

H\ _hD, 7^ a it- (c x -c 4 7;u+;u) 7^y. xfu>-^+A 

74?h*:k H-)l*Jr^ C x -C 4 7^3 + '>^^^'-;k h'j7;^oyf 
;k C 1 -C 4 7;U+;k C x -C 4 7^n+»> N b°'Jv;k ^:B7x-;^ 

imftznz i~5®oggis^WLr^Tfcct<. Bta. ck s. nh, nc 

19. S(I)^WA<CHf*5, R r R 2 75<ifc<cy ^;bT*>tk 

2 0. 6. 7->7 h + ->-4- (2-^ h + ->7x; + y) 'Jk 6, 
7-^h + ->-4 - (3-y>*->7x; + -»+yJX 6, 7-V*h* 
<>-4- (4-^ ^•>7 i ;+-» +y U 4- (3-7^o7x;^-» 
-6. 7-^ hmy'Jk 4- (3-tFn + ->7x;+y) - 6, 7- 

h + u >x 4- (4-7'D^7i;+-» -6, 7-->v h*->*y 
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U>> 4- (3, 4-^^ + ->7x; + » -6, Y*i/*J u >> 

6, 7-^ h*i/-4- (l-f7f;l/t*i') */iJ>, 6, 
•>-4- (2 ~*"7 +;ij>, 6, h + (5-^ 

*JVy^ 6, 7-'5?yh*2/-4- (6-yh 
+ ->-2-^-7^;U^i/) +y 'J > N 6, l-Vt h*->-4- (7-> 
•>-2-^-7^;^*'» 6, 7-->Vh*->-4- (5-*yj;u 

*J 'J > x 6, h*->-4- (6-*y +y D > N 

4- (4-^K'JW+-» -6, h + >+y U> N 4- (5-^> 

KU;M-**» -6, 7-^nm;'J^ 6, 7-^h + i/-4- (3 
l- + y7i-;W) */ U >3£li6, 7-y> h*->-4- (4-/- h 
+ ->7x;;W) *y>J ftS^ »*«llwS2«©S (I) T^fc 

21. (4-n-7*^7x^) {4- [(6, 7-iJy h + ->-4-+ 
>"J;!/) 7x-;l/} **JV^ (4-t-7fA7xz;L,) {4- 

[(6, 7-/n+i/-4-+;'J;b) t+y] 7i^} (4- 
h'J7;^oyf-^7x^) {4- [(6, 7-*>V h*i'-4-*;iJ;i/) 
7x-;H y^y^ (4- t - 7f^7x-;b) {4- [ (6, 7- 
y7^i/-4-WJ-i) t+y] 7x-A) (4-t-7*f- 
{4- [(6, 7-S^ V*i/-4 -*J*))V> i*)V\ 7ii;H 

y*/>. n- {4- [ (6, i-v/ h+>-4-+y **•>] 7*^ 

-*y"J;!/) 7x-;H - (4 -- hD7x^l/) *7>M?*-t$ K\ N 

- (4- [ (6, 7-i?t h + y-4-*;'J^) 7xz;H - (n, 

N-^^W;;7x^) £;M<*1J-* H\ N — {4- [ (6, 7-iM h 
+ i/-4-+y U;U) 7x_i) - (4-7*f-;U7*.=j!,) 
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*5 h\ N- {4- [ (6, l- : Jt h*->-4-*y tf;U) 7i-;H 

- (4-n-^f;l/7x-A) *7Jl/#*lM H\ N- {4- [ (6, 7-i>V h 

4 'J;U) 7x-;H - (4-7 h + ->7x_;b) *;U S K+ 

■fr* h\ N- {4- [ (6, 7-^ Y*v-4-*J 7 

- (4-7ot7i^l/) rt^tf'*-^ h\ N— {4 - [ (6, 7-i>V h*»> 
-4-^y'J^) 7i-;H o'O^ >*7;Utf>U- ^ h\ N- 

(4-n-7*f;l.7x-;l,) — N' - {4- [ (6, h*i/-A-*J 
**v/] 7x-;H -71/7^ N - (4-t-7f^7x^) — N' - 
{4- [(6, 1-91 h*->-4-*y 7x-jH 7U7, N 

- (2 - MJ7;l/to^f^7x-;l/) -N' -{4- [(6, + 
-4-*y'J;l/) 7i~^} 71^7^ N — (3- h U 7Mo^ ^;b7 
X -;U) -N' - {4- [(6, 7-v^ h*->-4-*/ 'J;U) 7x 

7U7 N N- (4- h U 7Wnyf;l/7x-;W -N' - {4- C (6. 
7-->V h*i/-4-*/ 'J;10 jMf-S/] 7=.-M 7U7> N — (2-^ h + 
'>7x^) — N' - {4- [ (6, 7-->V h + y-4-+/'J;b) 
7xz;l} 7l/7> N- (3-^ h + ->7x^) -N' - {4- [ (6. 7- 
v^y h*->-4-*y'JA) 7xx;H 7U7, N- (4-^ b*'>7 

i-^) -N' - {4- [(6, 7-vM h*->-4-*V 7x 
-/W 7U7^ N- (2-7;l/tn7x^) — N' - {4 - [ (6, 7-v^ 
h + i/-4-+y 7x-;W 7U7> N- (3-7^D7x- 

;u) -N' - {4- [ (6, i- ! J* h*s/-4-*yy;u) 7x-jh 

7l/7 N N- (4-7Wn7x^) -N' - {4- [ (6. 1-9* h*i/ 
-A-*JV)\d 7x-i) -7 1/7^ N— (4-7-tef\/U7*.=jU) - 

N' - {4- [(6. 7-^ h + '>-4-*;y*)**'>] 7x_;H 71/ 
7 N N- {4- C (6, 1-9* h + S/-4-*yJ^) 7x_A} - 
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N' -n-7n t^l/SU'T. N-n-7*f-;U-N' - {4- [(6, 1-*J*Y 
*i,-4-drj ij^) 7x-;l/-)L/7> N- (2-7^tD7x-^) 

-N' - {4- [ (6, 7-5M h + '>~4-+^y»J-;U) 7*^;U} 
7b7. N- (2-^ h*5/7*-^) — N' - {4- [ (6, 7-5^ 
-4-*^V'J-;l/) 7x-jH 7U7> N- (3-^ h + v/7x-;U) 

-N' - {4- [ (6, 7-5V h*5/-4-*^v*'J^;lO **5/] 7x_;H 
7U7^ N— (4-^ h + >>7x^) -N' - {4- [ (6. b*i/ 
-4-+i-v*'J-^) 7x-;H 7 UT N N-n-y^;l/-N' - {4 

- [(6, 7-v?n* , >-4-+t7 l J-^) 7x-;H 9 1/7, 

{4-[(6. 7-5?> h + ~>-4-+y [4- ; eWJ;7x 

-;u] (4-[(6, 7-^^ h+>>-4-+; 'J;i/)t+>>]7x^} [4 

-t°D >j ?;7x^] /*y>. U-[(6, i-v/ h*->-4-*y u AO** 
•>]7x-;H [4-t°^U *JJ 7x-;l/] ^^y> N N-(2,4-^?dd7x- 
;U)-N'-{4-[(6, 7-5? * h*5/-4-*y 'JA)^+->]7x-^} 9 P7\ N-(3, 
4-5^no7x-;lO-N'-{4-[(6. 7-5M h + i/-4-+y iJW+->]7x 
-^)>7l/7x N-(3, 5-^^od7x^)-M4-[(6, 7-SM H + 5/-4-* 
-/ 'J ^)^"+ *>] 7 * 7 U7, N-(4-7DD-2-^ f-^7 x ^;b)-N' -{4 
-[(6, 7-5M h + £/-4-+y 'J;Wt+>>]7x-M'7L'7> N-(3-T $ y - 
4-^dd7x^H'-{4-[(6, 7-5*y h*5>-4-*y 'JW->]7x- 
;U)7U7> N-{4-[(6, 7-5?^ h + '>-4-+;'J;W+^)7x-;M-N'-(2 
-b°'J S^/Uy ^;b)7U7, N-(3. 4-^7Wd7x^)-N'-{4-[(6, 7-5? 
^ h + v-4-+y 'J;W**5/]t"x.=jW«>1/7s N-(2, 4. 5- h 'J7;M-D7 
x^;b)-N'-{4-[(6. 7-5^ b*5/-4-*y iJW*->]7x^}9l/7> N- 
(3-7dd7x^;1/)-N'-{4-[(6, 7->M h*5>-4-*y 'JjW+->]7x; 
^}7L/7 N N-(4-k Kn+i/7x^)-N'-{4-[(6, 7-5? y h*i/-4-+ y 
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2 4. »3#® 1 ~2 1 ©^■rtl3&>-SJcEtt©^b^lfe«kc;-€-nt)0|g^W 
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2 7. »3fc5U~2 l©^-rn^-5Sl-IStt©^b^1»*J:^*n&©«^W 
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Patent Claims > 

1. Quinoline derivatives and quinazoline derivative represented by the following formula (I) and 
pharmacologically permitted salts thereof 




en 



[wherein, Rl and R2 are independently H, 1-5C alky I or Rl and R2 bond together and form CI -3 
alkylene, 

and Wis CH orN, 
wherein, 

(1) when Wis CH, 
(a) X is O or S, 

and Q is phenyl group represented by formula (II) 




(R 3 )m 



(H) 



(wherein, m is 1, 2 or 3 and R3 is independently CN, OH, halogen, CI -5 alkyl, CI -4 alkoxy or 
C2-4 acyl), a group represented by formula (III) 




(wherein, m has the same aforesaid meaning, R3' is independently OH, CI -5 alkyl, CI -4 alkoxy, 
and Y, Z are both or each independently N or CH) 
or a group represented by formula (IV) 



(IV) 



(wherein, m and R3' have the same aforesaid meanings and R4 is H, CI -5 alkyl or C1-4C acyl), 
(b) X is O, S or CH2, 
and Q is formula (V) 
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(V) 



(wherein, j and k are independently 0 or 1, R5 is independently H or Cl-4 alkyl, A is Cl-8 alkyl, 
CI -5 alkenyl, cyclic (C3-10) alkyl, Cl-4 alkoxycarbonyl, phenyl, naphthyl, furyl, thienyl, 
benzoyl, substituted benzoyl or C2-4C acyl, or 9- or 10-membered polycyclic heteroaryl group or 
5- or 6-membered monocyclic heteroaryl group having 1 or 2 nitrogen atoms and also depending 
on the circumstances, optionally having one additional heteroatom selected from the nitrogen, 
oxygen and sulfur, wherein these alkyl groups, aryl groups or heteroaryl groups represented by A 
may have 1-5 substituents selected from the CN, N0 2 , OH, NH2, halogen, Cl-5 alkyl, cyclic 

(C3-10) alkyl, Cl-4 alkoxy, Cl-4 alkoxycarbonyl, Cl-5 acyl, Cl-5 acyloxy, Cl-3 alkylene 
dihydroxy, Cl-4 alkylamino, di-(Cl-4 alkyl) amino, C0 2 H, CONH 2 , N-(Cl-4 alkyl) amide, N,N- 

di-(Cl-4 alkyl) amide, C2-4 alkylamide, trifluoromethyl, Cl-4 alkylthio, phenyl, substituted 
phenyl, phenoxy, substituted phenoxy, phenylthio, substituted phenylthio, phenyl (Cl-4 alkyl), 
substituted phenyl (Cl-4 alkyl), pyridyl, pyrazinyl, pyrimidinyl, pyridazinyl, pyrrolidinyl, 
piperidinyl, piperazinyl, homopiperazinyl, morpholinyl, quinolyl, quinazolinyl, benzoyl, 
substituted benzoyl or C2-4 acyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 
alkyl)), 
and 

(2) whenW is N, 

X is O, S or CH 2 , and Q is formula (V) 



(wherein, j, k, R5, A and B have the same aforesaid meanings)]. 

2. Quinoline derivatives and pharmacologically permitted salts thereof in accordance with Claim 
1, wherein in formula (I), W is CH, X is O or S, and Q is represented by formula (II), formula (III) 
or formula (IV). 

3. Quinoline derivatives and pharmacologically permitted salts thereof in accordance with Claim 
1, wherein in formula (I), W is CH, X is O, and Q is represented by formula (II), formula (III) or 
formula (IV). 



?5 R 5 




(V) 



4. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), X is O, S or CH 2 and Q is represented by 
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5. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently CI -5 alkyl, and Q 
is represented by formula (V) [in formula (V), j and k are 0, and B is O, S, NOR6 (wherein, R6 is 
Cl-5 alkyl)]. 

6. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently Cl-5 alkyl and Q 
is represented by formula (V) [in formula (V), j is 0 and k is 1, or j is 1 and k is 0, R5 is hydrogen 
or methyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 alkyl)]. 

7. Quinoline derivatives, quinazoline derivatives and pharmacologically permitted salts thereof in 
accordance with Claim 1, wherein in formula (I), Rl and R2 are independently Cl-5 alkyl, and Q 
is represented by formula (V) [in formula (V), j and k are both 1, R5 is independently hydrogen or 
methyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is Cl-5 alkyl)]. 

8. Quinoline derivatives and quinazoline derivative represented by formula (VI), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl and R2 are independently Cl-5 alkyl, and A is methyl, ethyl, propyl, 
isopropyl, butyl, isobutyl, s-butyl, t-butyl, pentyl, isopentyl, cyclopentyl, cyclohexyl, 
cycloheptyl, phenyl, naphthyl, furyl, thienyl, pyridyl or pyrimidinyl, wherein these alkyl groups, 
aryl groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
fluoro, chloro, bromo, iodo, cyano, hydroxy, nitro, amino, methylamino, dimethylamino, 
diethylamino, dipropylamino, dibutyl amino, trifluoromethyl, methyl, ethyl, propyl, isopropyl, 
butyl, isobutyl, s-butyl, t-butyl, methoxy, ethoxy, propoxy, isopropoxy, morpholino, 
pyrrolidino, piperidino or butoxy). 

9. Quinoline derivatives and quinazoline derivative represented by formula (VII), and 
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pharmacologically permitted salts thereof 




(wherein, W is CH or N, j is 0 and k is 1, or j is 1 and k is 0, Rl and R2 are independently CI -5 
alkyl, R5 is hydrogen or methyl, and A is methyl, ethyl, propyl, isopropyl, butyl, isobutyl, s- 
butyl, t-butyt, pentyl, isopentyl, cyclopentyl, cyclohexyl, cycloheptyl, phenyl, naphthyl, furyl, 
thienyl, pyridyl or pyrimidinyl, and these alkyl groups, aryl groups or heteroaryl groups 
represented by A may have 1-5 substituents selected from the fluoro, chloro, bromo, iodo, cyano, 
hydroxy, nitro, amino, methylamino, dimethylamino, diethylamino, dipropylamino, dibutyl 
amino, trifluoromethyl, methyl, ethyl, propyl, isopropyl, butyl, isobutyl, s-butyl, t-butyl, 
methoxy, ethoxy, propoxy, isopropoxy or butoxy). 



10. Quinoline derivatives and quinazoline derivative represented by formula (VIII), and 
pharmacologically permitted salts thereof 



R 5 Rs 




O (VIII) 




(wherein, W is CH or N, Rl or R2 is independently CI -5 alkyl, R5 is independently hydrogen or 
methyl, A is CI -6 alkyl, CI -4 alkenyl, cyclopentyl, cyclohexyl, cycloheptyl, CI -4 
alkoxycarbonyl, phenyl, naphthyl, furyl, thienyl, benzoyl, acetyl, pyridyl, pyrimidinyl, 
pyrrolidinyl, piperidinyl, piperazinyl, homopiperazinyl, morpholino, and these alkyl groups, aryl 
groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
halogen, cyano, C02H, CONH2, hydroxy, nitro, amino, CI -4 alkylamino, di-(Cl-4 alkyl) amino, 

C1-5C acyloxy, CI -5 acyl, CI -4 alkylthio, trifluoromethyl, CI -5 alkyl, CI -4 alkoxyl, CI -4 
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alkoxycarbonyl, N-(Cl-4 alkyl) amide, N,N-di-(Cl-4 alkyl) amide, C2-4 alkylamide, 
ethylenedioxy, phenyl, phenoxy, substituted phenyl, benzoyl, pyridyl, pyrazinyl, pyrimidinyl, 
pyridazinyl, quinolyl or quinazolinyl, and B is O, S, NH, NCN, NR6 or NOR6 (wherein, R6 is 
methyl)). 

11. Quinoline derivatives and quinazoline derivative represented by formula (IX), and 
pharmacologically permitted salts thereof 



(wherein, W is CH orN, Rl and R2 are independently Cl-5 alkyl, R5 is independently hydrogen 
or methyl, A is CI -6 alkyl, CI -4 alkenyl, cyclopentyl, cyclohexyl, cycloheptyl, CI -4 
alkoxycarbonyl, phenyl, naphthyl, furyl, thienyl, benzoyl, acetyl, pyridyl, pyrimidinyl, 
pyrrolidinyl, piperidinyl, piperazinyl, homopiperazinyl, morpholino, and these alkyl groups, aryl 
groups or heteroaryl groups represented by A may have 1-5 substituents selected from the 
halogen, cyano, C02H, CONH 2 , hydroxy, nitro, amino, CI -4 alkylamino, di-(Cl-4 alkyl) amino, 

Cl-5 acyloxy, Cl-5 acyl, CI -4 alkylthio, trifluoromethyl, Cl-5 alkyl, CI -4 alkoxyl, CI -4 
alkoxycarbonyl, N-(Cl-4 alkyl) amide, N,N-di-(Cl-4 alkyl) amide, C2-4 alkylamide, 
ethylenedioxy, phenyl, phenoxy, substituted phenyl, benzoyl, pyridyl, pyrazinyl, pyrimidinyl, 
pyridazinyl, quinolyl or quinazolinyl). 

12. Quinoline derivatives in accordance with Claim 8 and pharmacologically permitted salts 
thereof, wherein in formula (VI), W is CH. 

13. Quinoline derivatives in accordance with Claim 9 and pharmacologically permitted salts 
thereof, wherein in formula (VII), W is CH. 

14. Quinoline derivatives in accordance with Claim 10 and pharmacologically permitted salts 
thereof, wherein in formula (VIII), W is CH. 

15. Quinoline derivatives in accordance with Claim 11 and pharmacologically permitted salts 
thereof, wherein in formula (IX), W is CH. 
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16. Quinoline derivatives and quinazoline derivative represented by formula (X), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl or R2 are independently CI -5 alkyl, R5 is independently hydrogen or 
methyl, and A is CI -5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, CI -4 alkoxycarbonyl, 
phenyl, naphthyl, benzoyl, and these alkyl groups or aryl groups represented by A may have 1-5 
substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 
alkyl) amino, ethylenedioxy, acetoxy, methylthio, Cl-4 alkoxy carbonyl, trifluoromethyl, Cl-4 
alkyl, Cl-4 alkoxy, pyridyl or phenyl). 

17. Quinoline derivatives and quinazoline derivative represented by formula (XI), and 
pharmacologically permitted salts thereof 



(wherein, W is CH or N, Rl or R2 is independently CI -5 alkyl, R5 is independently hydrogen or 
methyl, and A is CI -5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, Cl-4 alkoxycarbonyl, 
phenyl, naphthyl, benzoyl, and these alkyl groups or aryl groups represented by A may have 1-5 
substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 
alkyl) amino, ethylenedioxy, acetoxy, methylthio, Cl-4 alkoxy carbonyl, trifluoromethyl, Cl-4 
alkyl, Cl-4 alkoxy, pyridyl or phenyl). 

18. Quinoline derivatives in accordance with Claim 1 and pharmacologically permitted salts 
thereof, wherein in formula (I), W is CH, X is O, Rl and R2 are both methyl, and Q is 
represented by in formula (V) [formula (V), j and k are independently 0 or 1, R5 is hydrogen, A is 
Cl-5 alkyl, cyclopentyl, cyclohexyl, cycloheptyl, allyl, Cl-4 alkoxy carbonyl, phenyl, naphthyl, 
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benzoyl, and these alkyl groups, aryl groups or heteroaryl groups represented by A may have 1-5 

substituents selected from the OH, C02H, fluoro, chloro, bromo, iodo, nitro, amino, di-(Cl-4 

alkyl) amino, ethylenedioxy, acetoxy, methylthio, CI -4 alkoxycarbonyl, trifluoromethyl, CI -4 

alkyl, CI -4 alkoxy, pyridyl or phenyl, and B is O, S, NH 5 NCN, NR6 or NOR6 (wherein, R6 is 

methyl). 

19. A compound in accordance with Claim 16 and pharmacologically permitted salts thereof, 
wherein in formula (I), W is CH, Rl and R2 are both methyl and R5 are both hydrogen. 

20. A compound represented by formula (I) in accordance with Claim 1 and pharmacologically 
permitted salts thereof, selected from 6,7-dimethoxy-4-(2-methoxyphenoxy) quinoline, 6,7- 
dimethoxy-4-(3-methoxyphenoxy) quinoline, 6,7-dimethoxy-4-(4-methoxyphenoxy) quinoline, 
4-(3-fluoro phenoxy)-6,7-dimethoxy quinoline, 4-(3-hydroxyphenoxy)-6,7-dimethoxy 
quinoline, 4-(4-bromo phenoxy)-6,7-dimethoxy quinoline, 4-(3,4-dimethoxy phenoxy)-6,7- 
dimethoxy quinoline, 6,7-dimethoxy-4-( 1 -naphthyloxy) quinoline, 6,7-dimethoxy«4-(2- 
naphthyloxy) quinoline, 6,7-dimethoxy-4-(5-methoxy- 1 -naphthyloxy) quinoline, 6,7- 
dimethoxy-4-(6-methoxy-2-naphthyloxy) quinoline, 6,7-dimethoxy-4-(7-methoxy-2- 
naphthyloxy) quinoline, 6,7-dimethoxy-4-(5-quinolyloxy) quinoline, 6,7-dimethoxy-4-(6- 
quinolyloxy) quinoline, 4-(4-indolyl oxy)-6,7-dimethoxy quinoline, 4-(5-indolyl oxy)-6,7- 
dimethoxy quinoline, 6,7-dimethoxy-4-(3-methoxyphenyl thio) quinoline and 6,7-dimethoxy-4- 
(4-methoxyphenyl thio) quinoline. 

21. A compound represented by formula (I) in accordance with Claim 1 and pharmacologically 
permitted salts thereof, selected from the (4-n-butylphenyl) {4-[(6.7-dimethoxy-4-quinolyl) 
oxy] phenyl) methanone, (4-t-butylphenyl) {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 
methanone, (4-trifluoromethylphenyl) {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 
methanone, (4-t-butylphenyl) {4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) methanone, (4- 
t-butylphenyl) {4-[(6,7-dimethoxy-4-quinolyl) methyl] phenyl) methanone, N-{4-[(6,7- 
dimethoxy-4-quinolyl) oxy] phenyl)-cyclohexane carboxamide, N-{4-[(6,7-dimethoxy-4- 
quinolyl) oxy] phenyl)-(4-nitrophenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 
phenyl)-(N,N-dimethylaminophenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 
phenyl)-(4-acetylphenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-n- 
butylphenyl) carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-butoxy phenyl) 
carboxamide, N-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-(4-bromo phenyl) carboxamide, 
N- {4-[(6,7-dimethoxy-4-quinoly 1) oxy] phenyl)-cyclopentane carboxamide, N-(4-n- 
butylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4-t-butylphenyl)-N'-{4- 
[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2-trifluoromethylphenyl)-N'-{4-[(6,7- 
dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-trifluoromethylphenyl)-N'-{4-[(6,7-dimethoxy- 
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4-quinolyl) oxy] phenyl) urea, N-(4-trifIuoromethylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyI) 

oxy] phenyl) urea, N-(2-methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, 

N-(3-methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4- 

methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2-fluorophenyl)-N'- 

{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-fluorophenyl)-N'-{4-[(6,7-dimethoxy- 

4-quinolyl) oxy] phenyl) urea, N-(4-fluorophenyl)-N , -{4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) urea, N-(4-acetylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-{4- 

[(6,7-dimethoxy-4-quinolyl) oxy] phenyl)-N'-n-propyl urea, N-n-butyl-N'-{4-[(6,7-dimethoxy- 

4-quinolyl) oxy] phenyl urea, N-(2-fluorophenyl)-N , -{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] 

phenyl) urea, N-(2-methoxyphenyl)-N , -{4-[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, 

N-(3-methoxyphenyl)-N , -{4-[(6,7-dimethoxy-4-quinazoIinyl) oxy] phenyl) urea, N-(4- 

methoxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinazolinyI) oxy] phenyl) urea, N-n-butyl-N'-{4- 

[(6,7-dimethoxy-4-quinazolinyl) oxy] phenyl) urea, {4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) [4-morpholino phenyl] methanone, {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) [4- 

pyrrolidino phenyl] methanone, {4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) [4-piperidino 

phenyl] methanone, N-(2,4-dichlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) 

urea, N-(3,4-dichlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3,5- 

dichlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(4-chloro-2- 

methylphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(3-amino-4- 

chlorophenyl)-N , -{4-t(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea, N-{4-[(6,7-dimethoxy-4- 

quinolyl) oxy] phenyl)-N'-(2-pyridylmethyl) urea, N-(3,4-difluorophenyl)-N'-{4-[(6,7- 

dimethoxy-4-quinolyl) oxy] phenyl) urea, N-(2,4,5-trifluorophenyl)-N'-{4-[(6,7-dimethoxy-4- 

quinolyl) oxy] phenyl) urea and N-(3-chlorophenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] 

phenyl) urea, N-(4-hydroxyphenyl)-N'-{4-[(6,7-dimethoxy-4-quinolyl) oxy] phenyl) urea. 

22. A pharmacological composition containing as effective ingredient at least one member 
selected from the group comprising compounds in accordance with any one of Claims 1-21 
having platelet derived growth factor receptor autophosphorylation inhibitory action and 
pharmacologically permitted salts thereof. 

23. A pharmacological composition which can be used in the therapy of tumor, containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

24. A pharmacological composition which can be used in therapy of psoriasis containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof 
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25. A pharmacological composition which can be used in atherosclerosis therapy containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

26. A pharmacological composition which can be used in therapy of restenosis after percutaneous 
transluminal coronary angioplasty and by-pass plastic surgery, containing as effective ingredient 
at least one member selected from the group comprising compounds in accordance with any one 
of Claims 1-21 and pharmacologically permitted salts thereof. 

27. A pharmacological composition which can be used in the therapy of glomerular nephritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 1-21 and pharmacologically permitted salts thereof. 

28. A pharmacological composition which can be used in the therapy of organ fibrosis containing 
as effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

29. A pharmacological composition which can be used in the therapy of leukaemia containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any one of Claims 1-21 and pharmacologically permitted salts thereof. 

30. A pharmacological composition which can be used in therapy of rheumatoid arthritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 1-21 and pharmacologically permitted salts thereof. 

31. A pharmacological composition which can be used in the therapy of glomerular nephritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 5, 8 or 12 and pharmacologically permitted salts 
thereof. 

32. A pharmacological composition which can be used in the therapy of tumors containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically permitted 
salts thereof. 

33. A pharmacological composition which can be used in therapy of leukaemia containing as 
effective ingredient at least one member selected from the group comprising compounds in 
accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically permitted 
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salts thereof. 

34. A pharmacological composition which can be used in the therapy of rheumatoid arthritis 
containing as effective ingredient at least one member selected from the group comprising 
compounds in accordance with any of Claims 7, 10, 11, 14, 15, 16, 17, 19 and pharmacologically 
permitted salts thereof. 

35. A process for therapy of abnormal tumor growth comprising the administration of a 
compound in accordance with any of Claims 1-21 in a therapeutically effective dose to a patient 
requiring therapy for abnormal tumor growth. 

36. A process for therapy of psoriasis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for psoriasis. 

37. A process for therapy of atherosclerosis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for atherosclerosis. 

38. A process for therapy of restenosis after percutaneous transluminal coronary angioplasty and 
by-pass plastic surgery comprising the administration of a compound in accordance with any one 
of Claims 1-21 in a therapeutically effective dose to a patient requiring therapy for restenosis 
after percutaneous transluminal coronary angioplasty and bypass plastic surgery. 

39. A process for therapy of glomerular nephritis comprising the administration of a compound 
in accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient 
requiring therapy for glomerular nephritis. 

40. A process for therapy of organ fibrosis comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for organ fibrosis. 

41. A process for therapy of leukaemia comprising the administration of a compound in 
accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient requiring 
therapy for leukaemia. 



42. A process for therapy of rheumatoid arthritis comprising the administration of a compound 
in accordance with any one of Claims 1-21 in a therapeutically effective dose to a patient 
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requiring therapy for rheumatoid arthritis. 

43. A process for therapy of glomerular nephritis comprising the administration of a compound 
in accordance with any one of Claims 5, 8, 12 in a therapeutically effective dose to a patient 
requiring therapy for glomerular nephritis. 

44. A process for therapy of tumor comprising the administration of a compound in accordance 
with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective dose to a 
patient requiring therapy for tumor. 

45. A process for therapy of leukaemia comprising the administration of a compound in 
accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for leukaemia. 

46. A process for therapy of rheumatoid arthritis comprising the administration of a compound 
in accordance with any one of Claims 7, 10, 1 1, 14, 15, 16, 17, 19 in a therapeutically effective 
dose to a patient requiring therapy for rheumatoid arthritis. 

47. Use of the compound in accordance with any one of Claims 1-21 to produce a 
pharmacological composition. 

48. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce an antitumor drug. 

49. Use of the compound in accordance with any one of Claims 7, 10, 11, 14, 15, 16, 17, 19 to 
produce a rheumatoid arthritis therapeutic agent. 
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